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(57) Abstract 

Novel quinoline derivatives and quinazolirte derivatives represented by general f rmula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutically acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R» and R 2 represent each H or C M alley], or R| andR 2 together form C,. 3 alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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7* h * ;l/.-K-;k s - 7 h * ;U#-;k t - 7* b 4- > * ;U^-;U ; 
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K4\ A N R 2 \ R 2 s WfcJitfEiiH&OSfcil^fc^&So ] 
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^£□©2, Ko + i/^-7^L/> (9 6 1mg) £N, N-v^fJU 

*;k£*7 5 K (1 0 0ml) lc»frLfc&* &S£#'J9A (1. 2 4 4 g) £in 
iSfiKTSH^Lfco 3 0^t->7f;biS (1. 14ml) ^^WL 

^h^5 74-fc,k!)fiHRU ^e©{b£«&£3 0 7mg, JR¥ 2 9 96T*f fc 0 
1 H-NMR (CDC 1 3 . 9 0MHz) : 6 3. 8 9 (s, 3H) , 

7. 00~7. 18 (m, 4 H) , 7. 53-7. 70 (m, 2H) 
!£S##fte (FD-MS, m/z) : 174 (M + ) 

(12) 

4-2dd-6, 7-^> h*WJ> (7 5mg) iUffi^Jl - 
^ h*v/-2-*7h-;U (17 4mg) *S£U 1 8 0 "C+ 3 0 £HHIIS* L 

^ s^s^^+-9->/ / 7-feh> (2/i) T'mMtznmi/vfjfju? 
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1 H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 9 6 (s. 3 H) , 4. 0 
7 (s, 3H) . 4. 0 8 (s, 3H) , 6. 5 3 (d. J = 5. 7 1Hz. 1 
H) , 7. 1 8-7. 3 6 (m. 3H) , 7. 5 6-7. 9 1 (m. 5H) , 8. 

5 0 (b r, 1H) 

K*»Urffi (FD-MS, m/z) : 36 1 (M + ) 

6, 7-i?/ h*i/-4- (2-±i=f-)it*v) *j u > (1 0) 
4-?nn-6, 7-^yh + WJ> (45mg) £m85 D D o©/S-±7 h 
Q4 4mg) £jg£U 18 0W2W#Lt^ HJfcfll 2 t |5j&© 
lift «k TfijU U mm<Dlk&®}£ 4 5 m g x JR$ 6 8 %T-m^o 
1 H-NMR (CDC 1 3 . 9 0MHz) : 5 4. 0 5 (s, 3 H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz. 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (b r. 1 H) 

Kfi^MJHI (FD-MS, m/z) : 3 3 1 (M + ) 

(1 3) 

4-*nn-6, 7-v?y h + y+y;> (89mg) <hrfJBSn° a 07-y 
2-^-7 h-;U (2 0 9mg) *g£U 1 8 0W3 0^HHBPLfcft % 
^M#J 2 i ISl^cDlftfttc «k o TfflU! U %M(b<t&yj£ 5 9 m g . 4 1 %T* 

1 H-NMR (CDC 1 3 , 9 0 MHz) : 5 3. 9 2 (s, 3 H) , 4. 0 
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4 5 

5 (s, 3H), 4. 07 (s, 3H), 6. 54 (d. J=5. 49Hz, 1 

H) . 7. 1 0-7. 2 4 (m, 3 H) , 7. 4 9-7. 9 1 (m, 5H) . 8. 
49 (d, J = 5. 49, 1H) 
5M£fflI (FD-MS, m/z) : 3 6 1 (M + ) 

H»J5 (#%PJ) 

5 -> h^t/- 1-^-7 h-;U 

^a*«k^«f«Lfco P2 8% 0 

1 H-NMR (CDClg, 9 0 MH z) : 5 4. 00 (s, 3 H) , 6. 7 
9-6. 8 9 (m, 2H) , 7. 3 0-7. 4 8 (m. 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 

fiS£9r4& (FD-MS, m/z) :174 (M + ) 

(1 1) 

4-^ no- 6, 7-vy h*>>*y 'J > (8 5mg) <hH»J5T'^5- 
^ h + y-l-t7F-;b (6 7mg) £g£U 1 8 0^*2 0£lffl«#Lfc 
»x ^W2iE«©*flnz«koTtttl!U fm®ik&to*l 9mg. JK^l 4 

1 H-NMR (CDClg. 90MHz) :<54. 04 (s, 3H), 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1 H) . 6. 83-6. 9 
2 (m. 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 20-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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MfeMftt (FD-MS. m/z) :361 (NT) 

mmi 

6, h^y-4- (4 -^>K'J > (1 7) 

4-*od-6, 7-*J* h^->*y U> (1 1 2mg) tr(J|R£04-t K 
n*-W>K-^ (2 0 0mg) £B£U 18 0^3 0^1^ KJt> 

m£tuu*)ll*/m&3-*)\' (3/1) -CSBBt-SSiJiv/y^^^nvh^ 

1 H-NMR (CDC 1 3 , 9 OMH z) : <5 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (ra, 1 H) , 6. 35 (d, J=5. 2 
8 Hz, 1H), 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) . 7. 6 2 (s, 1H) , 8. 4 0 (d. J = 5. 0 5H z, 1 H) . 

®8£tfHI (FD-MS, m/z) :32 0 (M + ) 

6, 7->^ h*->-4- (3, 4-?> h*S/7*y*-» *y»J> (8) 
4-*od-6, b*i/*J >)> (9 0mg) <hr&fig n n n © 3, 4-i> 

> h*->7x/-;l, (18 7mg) *g&U 18 0^+3 0aiHiI#Lfcau 

U »{b^2 6mg % JR^l 9%T-^ 0 

* H—NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 8 7 (s, 3H) , 
3. 93 (s, 3H) , 4. 05 (s, 3H) . 4. 06 (s, 3H) . 6. 4 
5 (d, J =4. 9 Hz, 1H) , 6. 7 5 (dd, J =2. 4 Hz, 9. 2H 
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z. 1H) , 6. 7 5 (d, J =2. 4 Hz. 1 H) . 6. 9 3 (d, J = 

9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 

(d, J=4. 9Hz, 1H) 

WM£Vt$L (FD-MS, m/z) : 3 4 1 (M + ) 

6, 1-=J* h*i/-4- (6-*7 *y 'J > (1 5) 

4-*od-6. 7-<>V h**>*y"J> (9 0mg) 6 - 1 Kn 

**>*y 'j > (17 6m g ) ^fflLs mmms tmrnonftTRfois^zmm 

t£C£l;:,fct)gg<Dft&#i£6 2mg N iR^4 6%Tlifc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 05 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H) , 8. 1 3 (d, J = 8. 5Hz, 1 H) , 8. 22 (d, 
J = 9. 2Hz, 1H) , 8. 5 3 (d, J =4. 9H z, 1 H) , 8. 9 4 

(d. J = 4. 3Hz, 1H) 

M##Ht (FD-MS, m/z) :3 3 2 (M + ) 



nmmi o 

6, h*i/-4- (3-7^D7x^-» *J 'J> (4) 

4-*do-6. l-Vi Y* i s*JVy (lOOmg) <hmBKo D o<D3 -7)1 
^-D7xy-;K0. 2 0ml) ££&U 1 8 0^*3 0M$imitz o 5& 
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* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 04 (s, 3H), 

4. 06 (s. 3H), 6. 56 (d, J=4. 9Hz, 1H), 6. 93 (d, 

J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m. 2H), 7. 39-7. 4 

5 (m, 1H) , 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

M#ffri£ (FD-MS, m/z) :29 9 (M + ) 

6, 7--^h^'>-4- (3-fc Ko^^x;^-» *>mj > (5) 
4-?oo-6, 7-v>V h + v/^yij> (3 0 0mg) t^mS,® 
>^y7-bx-h(0. 8 3 5ml) £g£U 1 8 0W3 OtfEiltfLfco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 01 (s, 3H) , 
4. 0 2 (s. 3H) , 6. 4 8 (t, J =2. 4 Hz, 1H) , 6. 5 9 (d, 
J=5. 5Hz. 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz. 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz. 1H), 7. 39 (s, 1 H) , 7. 47 (s, 1 H) , 8. 40 

(d, J-5. 5Hz, 1H) 

M£tfflt (FD-MS, m/z) :2 9 7 (M + ) 
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mmmi2 

6, l-Vi h^y-4- (4-7D^7x;^y) *y 'J > (7) 
4-?od-6, 7-^ ht-WJXl. OOg) £mS£ D Q Q©4-7"n 
*7x/-;b (1 1 5mg) £g£U 1 8 0°C*4 OtfMftUco R£fi& 

1 H-NMR (CDClg. 5 0 0MHz) :<5 4. 0 4 (s, 3H) , 
4. 0 5 (s, 3H) , 6. 4 8 (d, J =4. 9 Hz, 1H), 7. 0 8 (d, 
J=8. 5Hz, 2H). 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H), 8. 51 (d, J=4. 9Hz, 1 H) 

®fi##ffil (FD-MS, m/z) :3 5 9 (M + ), 36 1 (M + + 2) 

fUfcWl 3 

6, h^->-4- (2->h^->7x;^^) (1) 

4-^dd-6, 7-i?> h*->*>"J> (1 02mg) £rf?HSo a n02 -t b 
+ ->7*y-;U(0. 5ml)£fi£U 1 5 0 W8!$ra«#Lfco 5JSS£ 

U ij ? A * n -7 b 7 < - li <fc 0 *f 521 U SflO{b^tt«- 
7 6mg N «#S5 4«T»A:o 

1 H-NMR (CDC1 o. 9 0MHz) : 5 3. 7 8 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J = 5. 3 Hz, 1 H) 
. 6. 9-7. 4 (m, 4H), 7. 42 (s, 1 H) , 7. 63 (s, 1 H) . 
8. 4 5 (d, J = 5. 3Hz, 1 H) 
Sfi^tfrffi (FAB-MS, m/z) :312(M + +1) 

n mm 1 4 

4-*oo-6, 7-?> h+-/+y »J> (1 03mg) imSSS© 3 h 
+ ^>7xy-;b (15 8mg) £M&U 16 0X^P9mmnifz o 

tw£*mS!!U ^i0ft&$l£2 9mg N iR^5 2%T^ 0 

1 H-NMR (CDC1 3 , 90MHz) :<5 3. 8 2 (s, 3H) , 4. 0 
4 (s, 3H) , 4. 0 5 (s, 3H) , 6. 5 3 (d, J =5. 3 Hz, 1 H) 
. 6. 7-6. 9 (m, 3H), 7. 35 (t, J = 7. 0Hz, 1 H) , 7. 
4 3 (s, 1H) , 7. 5 4 (s, 1 H) , 8. 5 0 (d, J =5. 3 Hz, 1 
H) 

M#flr4t (FD-MS. m/z) : 3 1 1 (M + ) 

nt&mi 5 

6, 7-v?y h**-4- (4-y h*;/7W*»» ^y»J> (3) 
4-?dd-6, 7-^ h + U > (1 0 3mg) <hrUI55 3 0 O4 h 
**>7*V-;l, (2 8 6mg) £&£U 1 5 0°C*m®mWliz o 
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^■esHrr 4 •> y * 5 a ^ n v h ^7 7 ^ - ti «k t) flWK u lioit^ 

ft* 2. 2 1 g x JR¥8 8KT-*!fco 

J H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 8 5 (s, 3H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
. 6. 97 (d, J = 9. 5Hz, 2H). 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 4 3 (s, 1H) , 7. 5 8 (s, 1 H) , 8. 4 6 (d, J = 5. 
3 Hz, 1H) 

®*£tfrte (FAB-MS. m/z) :3 12 (M + +l) 
HWJ16 

6, h^->-4- (5— fry fry 'J > (1 4) 

4-*dd-6, 7-^y hfryfry «J> (5 Omg) £r&Ko n o®5-t Kn 
*->*y«J> (5 Omg) *«£U 17 0t+103WII»Lfc. ££?t£ft 

±LT»fc!S»«:A,+^ > /f| F |j fxf .^ (1/1) T'Jgga^ Mfc*nn?M,A 
/ttJ-il (5 0/1) T-KBBt53iJi>"J*y^^D-rh/77-f-icJ:t) 
ttfi U mm®4t&VlZ 4 7 m g , 6 4 %Tl#fc 0 

*H-NMR (CDC 1 3 , 9 0MHz) : 5 4. 0 6 (s. 3 H) , 4. 0 
7 (s, 3H) , 6. 3 5 (d, J = 5. 3 Hz, 1 H) , 7. 2-7. 5 (m. 
3H) , 7. 68 (s, 1H) , 7. 7-8. 4 (m, 3 H) . 8. 4 6 (d, 
J=5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz. 
1H) 
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M£«flt(FD-MS. m/z) :3 32 (M + ) 
7 

6, h^>-4- (1 -j-7?-;M-*-» */U> (9) 

4-?oo-6, 7-?> h*->*;'J> (9 7mg) iifrflRS© 1 -±y V 
-Jl (3 4 Omg) £g£U 1 5 0 W8B£|ffl«#Lfco KlEg£tt£ISft& 

fc8l^*t>/|»if;l/ (3/1) ?dd*;UA/;* *y-;u 

(1 0 0/1) ■eSMt*->U*y^*7^^ov h^'77-< -KJ;Df*»IU 
5fc^*tf>/IH|xf-;i, (1/1) ■eSBBt***i/U*y^^D-7h^7 
>f - «fc -3 THKIMB!* * - £ T\ *«©-fk^tt* 5 7 m g > iR^ 4 0 %T*#fc 0 

1 H-NMR (CDC 1 3 . 9 OMHz) : 6 A. 0 5 (s, 3H) , 4. 0 
5 (s, 3H), 6. 32 (d, J = 5. 3Hz, 1 H) . 7. 2-7. 6 (m, 
5H), 7. 74 (s, 1H), 7. 8-8. 0 (m, 3 H) , 8. 35 (d, 
J = 5. 3Hz, 1H) 
M£ffl£(FD-MS. m/z) : 3 3 1 (M + ) 

n«j 1 8 

6, l-Vt h4->-4- (5— i > KU;M"*-» U > (1 6) 
4-?od-6, 7-?y h*v>*>MJ> (1. Og) £miRS©5- t Kd 
*->>f >K-;U (1. 1 9 g) £zI£U 15 0^+1. 5B#lfi!«J*Lfco R£ 
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X H-NMR (CDC1 3 , 9 0MHz) : 5 4. 0 5 (s, 3H) , 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J=5. 3Hz, 1H) , 8. 55 (b r, 1 H) 

M£*Mt(FD-MS, m/z) :32 0 (M + ) 

H&0J19 

6, 7-v?y h4-j/~4- Q-y. h^'>7x-W) 47 'j > (11 7) 
4-?od-6, 7-^^ Y*f*J D > (5 Omg) £miRS©3-;< 
v"OHf>f-^--;U (7 7mg) £S£U 1 8 Ot+3 0f*Wi*#Lfco HfiS 
«18i^Oj|ftjiJ:oTflll!!U «a©<b^*7 2mg, OT100%T 

1 H-NMR (CDC1 3 , 9 0MHz) : <5 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J = 5. 1Hz, 1 H) 
MJWfffi (FD-MS, m/z) : 3 2 7 (M + ) 

H&0J2O 

6, h^->-4- (4-y b*is7*-Jl?t) *J 'J > (11 8) 

4-* on- 6, 7-v>V h*v/+7 U> (50mg) im^D D D ©4-^ h* 
•X>*>ft-* (6 3mg) ***U 15 0W5^IW»Lfco-»« 
1 8 t nn®&ftK± o T«« U Mfc ? o □ jh^A-rttiMfc-^S C t lz£ 
®©ft&$l£8 Omg N JR*1 0 0%?®iz o 
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* H-NMR (CDC 1 3 , 9 0 MHz) : S3. 8 8 (s, 3 H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d, 3 = 4. 8Hz, 1 H) 
. 7. 15 (d. J =8. 7 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 3 9 

(s, 1H), 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

@ft£tffll (FD-MS. m/z) :3 2 7 (M + ) 

TfJISS.©4-yD^7iy-;U (1 7. 3g) £N, N->y*;l,*;bA7S 
K (9 0ml) {c&&?l>tgL *#T7Kf!HI;* h U 9 A (2. 6 4 g) StD*.^ 
M&TfcT-Bfeilft&x ^DDyf;^f;U-H (8. 3 5ml) £;ta;L> 

«B*18. 2 5gs JR*8 4^T»fc 0 

1 H-NMR (CDC1 3 , 9 0MHz) : <5 3. 4 6 (s, 3H) , 5. 1 
3 (s, 2H) . 6. 9 1 (d, J =9. 2 Hz. 2 H) , 7. 3 8 (d, J = 
9. 2Hz, 2H) 

©ib^Ufffi (FD-MS, m/z) : 2 1 6 (M + ) , 2 18(M + + 2) 

fUfe#J2 2 (#%0>j) 
4- h >)-n-71-)l?>-l-J h^->y^;U7xy-;l/ 
iitWI2lTit4-yDt-l-y h4-S/>*;l,7.x.y-/U (1 5. 9 9g) 

*«*7h7kKD77> (2 0ml) Kjg#U 7;U=f>&fflmTmiR D a n0-7 
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T^i/^At&Sfc (1. 9 7 g) ^flD^U MK3«©&7kxh5t Kn?7>» 

o *:#rT\ f F7tKn77> (10ml) fcfcfR L fcmiSSO 
*fiftHJ-n-7f-;Ux;C (2 3. 9 9 g) £#o< f9i^TLfc 0 M£$4Nf 

* d d * )[, Affi£$E*ffi|£ v ^* •> £ ATftft L ^ET^jSESit £ Z t 
JwJ:5Sffl©|b^ft^3 1. 3 9g> PI 0 0«^fco 

1 H-NMR (CDC1 3 , 9 0MHz) : <5 0. 8 0-1. 6 5 (m, 2 7 
H) , 3. 4 8 (s, 3H) , 5. 1 7 (s, 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

VMtoVm (FD-MS, m/z) :4 28 (M + +l) 

HJS0J2 3 OMI«) 

H«J22Ti#fc4- h •J-n-^7 t ;bf->-l h + ->> f-;U7 x; -;u 
(1. 2 82 g) irfJBRS©4 - (h U 7;U*d> K>y>f ;u?n K 
(6 2 6mg) ^^nn^U (5ml) l;g)|?U mSSo a nOt*X (F'j7x- 
;U*X7^ » /<5?>7A (ID ^o»j K (8mg) £A*u 5B#HfflilL;fca 

U mti£&.± Y U 7 A**tt^iit 5 1 £ JCfc o TUfcx— r;H£jm 
*IB»^^*i/^AT(a»Lfco «£ET»««*ftK»bnfcS« (1. 028 
g) ^rF7tFD77>(2ml) fc»J!?3-l*\ * (5ml) £ 6 Niggfcfcg 
« (12ml) £fln*T4. 5«rlB»*Lfco R£«£«*tSfl*ifl:* h 'J -7A 
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^h^57^-K«kij«|jU £fi0ffc£«l£3 4 8mg % JR* 3 096 

Sf§##TM (FD-MS, m/z) :26 6 (M + ) 

(4 - b 'J7Mpy 7-;b7x_;b) {4- [(6, ?->Vhf>-4-^ 
y 'J;IQ 7x-/b} y 9 J > (2 9) 

4-?oo-6, h*->*>MJ> (8 1mg) ££$fe0J2 3T*#*:4 

-bKD+->7x-;b 4- h U f;l7x^.;l/ VF> (2 8 8mg) 

£fi£U 18 0r*2 0£HaB*Lfc8U 5i6fi^«5*^**>/7-fe h> 
(2/1) -egBBtSJiJi^'My^Dvh^^-f-^OIUISIU SS© 
98mg,JR$60 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 64. 03 (s, 3H) , 4. 
06 (s, 3H), 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) . 7. 47 (s, 1 H) , 7. 7 
8 (d, J = 7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2H), 8. 59 (d, J = 4. 9Hz, 1 H) 

VMtomL (FD-MS, m/z) :4 5 3 (M + ) 

^&fe0J2 5 (#%0>J) 

4-t: Kp*'>7*.=jU 4-y^;U7x-;U »h> 
*JfeW2 2T»fc4 - hU-n-7*f-^f->-l-y fj|,7x; -;U 

(1. 282 g) £rfJBSS04- h;U*f o 'J K (4 6 4mg) £?oo* 
(5ml) fcJ&j*U TtJlRfn©^ (h'j7x^X7-f» '*7'JK/M> 
(II) ^oij K (8mg) £A*U 8^KiS«EL^o RJ6»^«!*JlitW 2 3 t 
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Uzo m.T®&%£'mtzmm (9 6 7mg) ZrhytVayy's (0. 5 
ml) \z®BHit, * (4ml) t6N*6lteK*ft (10ml) £fln*.T7l$Rl 

lmg N C*3 4J6?»fco 
MfeMfrfc (FD-MS, m/z) :212 (M + ) 

HWJ26 

(4- [(6, 7-i^y h*->-4-*>"JJlO 7x^) (4-y 

^;U7x-;U) y^y > (3 0) 

4-*od-6. 7-v?y h*S/*yU > (8 9m g) £ HWJ 2 5 Tlf * 4 
-tKD+->7x^ 4->f^7x^;l/ >r h> (2 48mg) 

1 8 o t * i o l^su mmm 2 a t mmo^mx-mmt s c <t k «t t> > 
mm<o<t&v>i£ 1 1 8 m g. w 7 4 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 2. 4 5 (s, 3H) , 4. 
03 (s, 3H), 4. 06 (s, 3H), 6. 65 (d. J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9 Hz., 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J = 7. 
9Hz, 2H) , 7. 91 (d, J = 8. 5Hz, 2H) , 8. 57 (d, J = 
4. 9Hz, 1H) 

M3MfNt (FD-MS. m/z) :3 9 9 (M + ) 

HJ60J2 7 (#%PJ) 

HWJ2 2T'#fc4 - h«J-n-^f-;I/f->-l-y ^->yf;b7xy-^ 
(1. 282 g) £miSn D n©3-^DDK>y^^^D'J K (5 2 5mg) 
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oo*;kk (5ml) tztmU TfriRSOIf* (Mj7x-M.X7>f » '*? 
>>9 A (II) *o'J K (8mg) £A*U 7Wi§fl(tL/co RJ5&&to£mitffl 
2 3 iTO©^j*7?^B1"SCiKJ:»)fffcx— f *R7K1M|-7 7'*S/* 

ATftHLfco WETffiKV^fttt^U (1. 9 1 4 g) -« (l. 5 
6 3g) 7h7kKD77> (1ml) Ujg#3-tK * (7ml) £6 

Ni£&7j<7g& (17ml) ^teT8B#p H 1ig^L/:o Kfcg^&fcHjfeW 2 3 £ 
^©Tj&T'&SU li®|^3 1 3mg, IR$2 2%Ti#fc e 
M£tffl[ (FD-MS, m/z) :2 3 2 (M + ) 

HWI2 8 

(3-^DD7x-;b) {4- [(6, 7 -xV h*>-4-*yj;l/) 
->] 7x-;u) y > (3 1) 

4-^ dp- 6, 7-v/- h + 'J > (8 9mg) iH»J2 7T^fc3 
-^ n D7x-Jb 4-t Kn*'>7x-=JU * h> (2 7 9mg) £8£U 

1 8 ot^2 o^BHWLfco HWJ2 4 tm^mrmm^ztiz^^, 

««0<b^tt*6 7mg, iR^4 0%T-^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 05 (s, 3H) , 4. 
01 (s, 3H), 6, 71 (d, J = 5. 5Hz, 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

SMfttfH! (FD-MS, m/z) : 4 1 9 (M + ) 
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HWJ2 9 

4 - t -7f-;l/7x-;l/ 4-^^->7xx;l/ >r V > 
TfJBSaciO— h oy ^> (5m 1) ^ mB5 D D D ©7-y-;b (5 4 lmg) trfJ 
HS&CD4- t -7*)\s<>y>()Ura ij K (9 8 3m g) ifI D D D OZ^>^>) 
A(IH)M;7;b*oy*>x^**-h (4 9 2mg)^5o^ 6 0t<cT2 

>-egsat ■> u * yd/a 7 a ? o -7 h 7 - iz <k «9 mi u mm®it&® 

£8 6 2mg, JR*6 4%T^ 0 
M£tfrtt (FD-MS, m/z) : 2 6 8 (M + ) 

HS60J3O (#%#!) 
4 - t -•/fjb7x-Jl' 4-bKo^y7x^l/ »h> 
HlSW2 9T»fc4- t-7*f-;U7x-^ 4 -y h + ->7x-;l/ h > 
(8 6 2mg) £N, N-^yf^A7; K (35ml) fc»PU * MJ 

7Aft^ h*>K (5 6 2mg) *Jo^ 7;l^>£B«T3ltlH«»Lfco 

7 9 4mg, JR*9 7KT?»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 36 (s, 9H) , 
6. 92 (d, J=8. 5Hz, 2H) . 7. 49 (d, J=8. 6Hz, 2H) 
, 7. 72 (d. J = 7. 9Hz. 2H) , 7. 79 (d. J=8. 5Hz, 2 
H) 

n&mm (FD-MS, m/z) : 2 54 (M + ) 
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(4- t -yf^7x-;^) (4- [(6, 1- ! J* h4-->-4-*7 D;b) 
7x^} y^y > (3 2) 

4-^du-6, 7-vV 'J> (34 lmg) iH«S«3 0l?»fc 

4 - t -7f^7x-;b 4-t Ko + ->7x-;l/ h > (7 7 5mg) *jR 
£U 1 5 0^+1 5£HHt#Lfc 0 ^*-*>/7* l>>7Blt«S/'JW 
^7A^o-7^*77^-li«f:i9^SS!L, M<Dfls&«|£7 2mg x JR*1 1% 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 3 8 (s, 9H) , 4. 
04 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H) , 7. 5 2 (d, J = 8. 5 Hz, 2H) , 7. 7 8 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

©££iFrM (FAB-MS, m/z) :44 2 (M + +l) 

^J£0J3 2 (##0J) 
4~b'7x^b 4-/h^'>7x^ >rb> 

rfrHSiSO-hay (5 0ml) * N mi5D D n07-V-^ (3. 2 4 4 g) 
<!: rtjfl&S© 4 - 7 x >^j^diJK (6. 5 0 0 g) tmtRSiO^ y -r 
^t*7A (III ) HJ7;l^oy *>x;M;*- h (1. 86 1g)£fln;U 

4 2g) (1. 0 0g) £fttk ^**>/7-bh>TJRWIt*i/y*y 

A*7A^D7h/77^-CJ;»)««U &®0>fb&fe£3OOmg s jR$ 3 
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1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 9 0 (s, 3 H) , 6. 
98 (d, J =8. 5Hz, 2H), 7. 40 (t, J = 7. 3Hz, 1 H) . 
7. 48 (t. J=7. 3Hz, 2H). 7. 65 Cd. J = 7. 3Hz, 2H) 
. 7. 76 (d, J = 8. 6Hz, 2H), 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 87 (d. J=9. 2Hz, 2 H) 
M^«fffi (FD-MS, m/z) :2 8 8 (M + ) 

^»J3 3 

*»«3 2T»fc4-e7x-A. 4-^h + 5/7*-A '7-h>(2 6 7m 
g) £N, N-^y^;U^;bA7^ K (2 0ml) fc«j|?U 
H**>K (16 2mg) *Jn^ 7^>»BRT3HIIH»Lfc 0 SifiaM 

«■ i o% >j u wmx+frmzo. 5 nhsm®* 

fc^+l*- >/WKxfJUT?B58*- $ 5/ ij # 5 a 9 a t h 7 4 - -efftsg 
»B©{b^«*2 0 7mg % JR¥8 2%-?»fc 0 
1 H-NMR (CDClg, 5 0 0MHz) :<56. 91 (d, J = 8. 5H 
z. 2H), 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J = 8. 5Hz, 2H), 7. 7 
5 (d. J = 7. 9Hz, 2H) 7. 7 7 (d, J = 7. 9Hz, 2H) , 7. 
83 (d, J = 7. 9Hz, 2H) 
KS##fli (FD-MS, m/z) :2 74 (M + ) 
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(4- [(6, 7 -vy h*^-4-*y U;lQ 7*_;U} C4-h" 
7*-)l) if? jy (3 3) 

4-* do- 6. 7-v?y h^>^y > (6 5mg) iH!tW3 3T#fc4 

-t'7x-;l, 4-t Ko*->7x-;U y h > (7 9m g) £»£U 1 8 0 

"W3 0#HHt#Lfc o Rfc»^**oD*;UA/ft»:L?-;i, (l 0/1) T 

SH t « »Jf v/ y * y ;u ^ a v h / 7 7 - {i J: 0 ffiS L ^ mm<D{t&®}* 5 0 
mg. JRj£3 7%T*#fc 0 

* H -NMR (CDC1 3 , 9 0MHz) : 6 4. 11 (s, 3 H) , 4. 1 
4 (s, 3H), 6. 74 (d, J=5. 3Hz, 1 H) , 7. 30-8. 09 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
(FAB -MS, m/z) :4 6 2 (M + ) 

&&60J3 5 (#%#!) 
4-^ h^->7x~;b 2-^-7^-;!/ >rh> 

TfJflfoS©^ h o y * > (10ml) rffi&Si®T^V-;b (1. 08 1 g) 
£miRS0 2— ^-7 hJJltu 'J K (1. 9 06 g) tmiRSO'T ? f-A-h^A 

(III) MJ7;M-oy*>*;U**-h (6 2 0mg) £Jn;i N 6 0^11X8 
«$R3it# L /Co iRJtaR^tt** i?DD * a o * ;U AB£itf< 

8 1 7 m g N iR^ 3 1 %T~ntL 0 
1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 8 9 (s, 3H) , 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, l H) , 
7. 58 (t. J = 9. 2Hz, 1H). 7. 86-7. 93 (m. 6 H) , 8. 
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21 (s, 1H) 
MfeMfrlt (FD-MS, m/z) :2 62 (M + ) 

4-bFo4->7x-;l/ 2-f-7^;l/ h > 

HJ6W3 5TH*:4-y h+->7x-;i/ 2-^7f-;U yh>(7 3 5mg) 
£N, N-^f;WA7; K (2 0ml) fcfcJBU + hV*A**j h + 
•> K (4 9 lmg) fcinx^ 7;U:*>£ffl«T5BtH!ilffiL;fco RJ6«£4ai*£ 
*W3 3il^«©^SKStoT4eLat5CilcJ;t) x SHO<fc^ft*5 9 5mg, 
>R$8 6%^t 0 

X H-NMR (CDC 1 3 , 5 0 0 MHz) : (5 6. 9 3 (d, J = 7. 6H 
z, 2H) , 7. 6 1 (t, J = 7. 0 Hz, 1 H) , 7. 6 7 (t, J = 7. 
3Hz, 1H), 7. 74 (d, J = 8. 5Hz, 2H), 7. 78-7. 80 

(m, 1H), 8. 02-8. 10 (m, 3H), 8. 25 (s, 1 H) 

M£tf« (FD-MS, m/z) :2 4 8 (M + ) 

HWJ3 7 

<4-[(6, 7-vV H=->-4-fryjdO **/) 7x-;b} (2— J- 
7* dp y^y > (34) 

4-^dd-6. 7-v?> h*i>+y U> (1 1 2mg) £Hjfe0J3 6Ti#fc 
4-tKD + >'7i-^ 2— *-7*Jl/ ^rh> (124mg) 18 
0 °C * 3 0 L fco KfcM&®lZ®fa&.Wt*m± h ') 7 A*Jgft £ ^dd 

«*»»^tiytK2l (2 2 7mg) (5 0mg) ^no^W 

ft&x*;l/ (5/1) T-®§it52lli/'J*y;l/^Dvh^7 7>f-(wi;t)fi[8S! 



PCT/JP96/03229 



WO 97/17329 



64 



PCT/JP96/03229 



U M0fl;£«j* llmg N JR$2 3 %T~mz 0 

* H-NMR (CDC 1 3 , 9 0MHz) : <5 4. 0 5 (s, 3H), 4. 0 
7 (s, 3H) . 6. 7 0 (d. J = 5. 3 Hz. 1 H) , 7. 3 5 (s, 1 H) 
. 7. 4 8-7. 9 0 (m, 5H), 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J = 5. 3Hz. 1 H) 

MKWNt (FAB-MS. m/z) :4 3 6 (M + +l) 

Hiteflm (#%#|) 
4 h^'>7x- )l 2-f-xji;l/ >?r h > 

mis D D D©^hDy ^> (i omi) msSo D a ©7-v~^ ci. os 1 g) 

£rU!En n D©2-f-y >OU*n U K (1. 4 6 6 g) tW 0 0^-yf^t^A 
(III) M7;l^D/*>x;U**-h (6 2 0mg) £ta^ 6 0t;KT8 

*K ^g©*b£$l£9 6 5mg. iR$4 4%T-^ 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 9 (s, 3H), 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H) , 7. 90 (d, J=8. 6Hz, 2 H) 

MftflHi (FD-MS, m/z) :218 (M + ) 

4-fc Kn^r->7xz;|/ 2-?-x^;U >ir h > 

^Jfe^J3 8"e^4-> h + ->7i-;U 2-^i-^ ^h>(8 04mg) 
*N, ti-*Jjt*A,*A,J*7Z K (3 0ml) 

->K (6 4 5mg) fcfln*.. 7;UJ>»HftT5l*iaBl»Lfco K£ftgfc&£ 
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»J3 3£^tt©£ffi{c$oTaffiu wm**bm*n*mtvy*i/*i>'c 

*?A^D?h/77^ -T*mtZ Z t «k Q , « liO{k^te* 7 0 2 m g, 

1 H-NMR (CDC 1 5 0 0MHz) : 56. 8 4 (b r s, 1 H) , 

6. 93 (d, J=8. 5Hz, 2H) , 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d. J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 

@S##riI (FD-MS. m/z) : 2 04 (M + ) 

HJfe^J4 0 

(4- [ (6, 7-^^t^-4-^'JA) ^y] 7x-;l,} (2-7- 
x_;u) j > (3 6) 

4-^dd-6, 7-vy h*'>*y U > (11 2mg) <tHJfe^3 9t"ifc 
4-t Kn + j/7x-;U 2-f-x-;U >r h > (1 0 2mg) *fi£U 1 6 
01C+4 OaiWWLfc. £JGa&tt**MM2 4 * £ £ 

l-if9s 3aH©^tt«-3 4mgx OT1 796T»fc 0 

* H -NMR (CDC 1 3 , 5 0 0MHz) : 8 4. 0 4 ( s, 3 H) . 4. 
07 (s, 3H), 6. 65 (d, J = 5. 5Hz. 1 H) , 7. 20 (d d, 
J=3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2H), 

7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z, 2H) , 8. 58 (d, J=5. 5Hz, 1 H) 

M&VftL (FAB-MS, m/z) :3 92 (M + +l) 
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HtfeflUl 

(4-^do7x^) (4- [(6, 7-/n^y-4-t;'J;b) 
</] 7x-;[/) > (3 7) 

4-? on- 6, 7-->V h*>*/ 'J> (1 1 2mg) £ffifl£ n n D04-*n 
D7x-;b 4-fc Kn + «>7x-;l/ >r h > (3 4 9 m g) £S&U 1 8 0 
•C*2 0£ra«#Lfco BU5M&to*9na*Jl,J*/ftM3-*jl, (5/1) T-Jg 

g> JR^l 2%Ti#/c 0 

1 H-NMR (CDC 1 3> 9 0MHz) : 5 4. 03 (s, 3H) , 4. 0 
7 (s, 3H) , 6. 6 6 (d, J = 5. 3 Hz, 1 H) , 7. 19-7. 3 4 

(m, 2H) , 7. 4 4~7. 5 6 (m, 4H) , 7. 7 1-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 

Mfi£#rii (FD-MS, m/z) : 4 1 9 (M + ) 

(4-7;M-o7x-;t/) {4- [(6, 7-i?t h*y-4 -4-/ U;U) :fr 
7x_;U} y ?y > (3 8) 

4-?on-6, 7-Z>V h + ->+y 'J > (11 2mg) irfJifoFnO 4 -7;U 
tn7i_;l/ 4-tKo+->7x-;l/ b > ( 3 2 4 m g) £&&L 1 7 
0W2 0»Wl»Lfc, SJGfi^«l«»feM4 1 iK*©*ffi-ff||»t*ci 
K«k»K »B0fl:£4&£l 1 4mg> JR*5 796t?»fc 0 

* H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 4 (s, 3H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 
= 8. 5Hz, 1H). 7. 20 (d, J=8. 5Hz. 1 H) , 7. 27 (s, 
1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 



WO 97/17329 PCT/JP96/03229 

6 7 

86 (d, J = 8. 5Hz, 1H), 7. 88 (d, J = 8. 5Hz, 1 H) 
7. 90 (d, J = 8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
WMftVrM (FD-MS, m/z) :4 0 3 (M + ) 

H»J4 3 

(4- [ (6, 7-->V Y*v-4-*J (7x- 
Jl) J Z J y (3 9) 
4-?dd-6, h*->*y «J > (9 lmg) irUBSnn©4-t Ko 

(2 4 3mg) £S£U 18 0W3 0^WU: o £ 

f&s^^nsfe^j 3 1 1 mm®i5&-effimt & c t k j: <o , mm®<t&®* 3 8 

mg s iR^2 4%T'^ e 

X H-NMR (CDC1 3 , 90MHz) :<54. 03 (s, 3 H) . 4. 0 
5 (s, 3H), 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31-7. 99 

(m, 11H), 8. 57 (d, J = 5. 3Hz, 1 H) 

MbMJrtt (FD-MS, m/z) :38 5 (M + ) 

$mW4 4 (#%fl|) 
3, h*->h;Ux> 
7H?h-HJ;l, (20 0ml) IcmfiKSO^Jl'W (5. 77g) £g£ 
S^*;M»|| (8. 47ml) <J (12. 3 g) £7jd;Lt^ 

2. 5 B^raKSfclSLfco RiCiR^fc***C* tt> *^AT-#Ii&, ?dd 

•> ATflEW L «flET«»S4a# 6 ft fcKttfc 
^*-tf>/iH|xf-;l, (5/1) T-S§§-r-S'>U^>7 1 ';U*7A^n^h/57^ 

1 H-NMR (CDC I 0 , 5 0 0MHz) : 6 2. 3 0 (s. 3H) , 
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3. 7 6 (s, 6H) , 6. 3 0 (s, 1 H) , 6. 3 7 (s. 2 H) 

HSfe#J4 5 (&*W) 
2, 6-^h4->-4-yf;l/7iz;l/ 4 - i is7±-)l »h> 
m^Tbyt Kd77> (10ml) \z%MW4 4Ti#fc3, 
h;Ux> (1. 00g) mmi, 5°C*miSD D n©2. 5M© 

n-7f^'J?-$A-M-iJ->fctt (2. 90ml)^Jn^^ N 3 0£IBHK# 
lfc 0 Ml^ rf?ISD a n©4-y h*'X>y^;b^D u K (1. 2 3 g) £rh5 
tKo75> (10ml) Hig&U -4 5T*T»0o< t)te^o ll^Iig 
*TH^ > KJS&^£*£?uo*;l,AT:#IjU * oo*;l,AJi£$it7K5St 

^*>i> (5/i) -es§it«>"j*y^*7A^Dvh^7-f-Tiii!!"r«c 

£H©4b£«l£3 8 4m g. iR^2 0%T^ o 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 0 (s. 3H) , 3. 
6 9 (s, 6H) , 3. 8 5 (s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J = 9. 2 Hz. 2H) , 7. 8 2 (d. J =9. 2 Hz, 2H) 

^*fe^j4 6 mnw 

2, 6-v?bKo^->-4-^f;l/7x^l/ 4-b Kp*^7x-;1, h 

^7K*l{t:yf-l/> (1 0ml) \z%MmA 5T*#rt:2, 6--^ h*i/-4- 
y^7x-;U 4-^+->7x-;b h> (3 2 lmg) £»»U 
*miSD a D0 h U ~fu >(3 49ml)^o< ^ftl^fc&x M+THft 
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X H-NMR (CDC I 3 , 5 0 0MHz) : 6 2. 16 (s, 3H) , 6. 
16 (s, 2H), 6. 79 (d. J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

0life0J4 7 

(2, 6-vb Kp*:/- 4-^^17 xx;l) {4- [(6, 7-->Vh4- 
i/-4-4y ^-^.>] 7x -^} (4 2) 

4-^dd-6. 7-i/V h + v/^y II y (6 lmg) £HJfe#}4 6 ~cmtz2, 
(lOOmg) ^^x^u>^'ij D-^-^y^^x-x^ (0. 5ml) iwjgjg 

170^2 o$®m&itzo 8.&m£y}t:mm*%+ h «? atk?s 

// (1 0 0/1) TBM*5*>y*y^rt7A*D-7 h^7 7*-l;: 

«k«3*IS!iU «JB©ifb^tt*3 2mg % ©*2 7 96T»fc 0 

*H-NMR (DMSO, 5 0 0MHz) : 
8 2. 18 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J = 4. 9Hz, 1 H) , 

7. 3 2 (d. J =9. 2 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 4 3 (s, 
1H) ,7. 82 (d, J = 8. 6Hz, 2 H) , 

8. 54 (d, J=5. 5Hz, 1 H) 

MAVm (FD-MS, m/z) :4 3 2 (M + +l) 
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nwj4 8 

6, 7-^/ h*->-4- (4--ho7x/*-/) *y ■) > 
4-^dd-6, 7-^^ + ^;-J> (1. 84g) irUi5n D D©4-ih 
□ 7xy-;K3. 4 2g)£Si?\ 1 7 0tlcT5 0araaH*Lfc o 

7^^o-eh^57-f-Jc«kt)||tgU *B0fl:&«5£4. 5 4g> JR$8 9% 

1 H-NMR (CDC 1 3 , 500MHz) : 4. 01 (s, 3H), 
4. 0 6 (s, 3H) , 6. 6 9 (d, J =4. 9 Hz, 1 H) , 7. 2 7 (d, 
J = 9. 1Hz, 2H) , 7. 3 7 (s, 1 H) , 7. 4 7 (s, 1 H) , 8. 
32 (d, J=9. 1Hz. 2H). 8. 62 (d, J=4. 9Hz, 1 H) 
(FD-MS, m/z) :326 (M + ) 

SII6W4 9 (#%PJ) 
6, h*->-4- (4-7;;7x;^y) 'J > 

6, 7-?> h*->-4- (4--hn7xy*-» */ 'J> (1. 0 0 g) 
£N, N-v^*;b*;W*7S K/iHtx*;U (3 0ml /15ml) fc*J*U 
1 096*lMb'<7v?7A-&* (6 9mg) *Jni, **OT»TSaJCTl 7 

h >j vA-cmifco «et*»»£u %m®<t&®$: 1 9 9 

mg x JR$8 8%T?i^o 

1 H-NMR (CD g OD, 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 00 (s, 3H) , 6. 4 7 (d, J =5. 5 Hz, 1 H) , 6. 8 2 (d. 
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J = 8. 6Hz, 2H), 6. 96 (d. J=9. 2Hz, 2H), 7. 32 
(s, 1H), 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
OTfeWrffi (FD-MS. m/z) :2 9 6 (M + ) 

nmm 5 0 

N- {4- [ (6, l-'J* Y* ; s-A-*J U ■=■;!/) 7x_;U) - 

3 - b* 1) ? >a ;baK4-fr $ K (6 1 ) 

6, 7-->V h*->-4- (4-7 J y 7-*y + 5/) *y >J > (5 7mg) £ 
mi»aO-3f->» (3 7mg) £N, U-i?/l-}l*Jll>7i K (2ml) 
®mitz'&* l-xf-;l/-3- (3* -'Jjt+frTiJ-fuV)],) tultfVJ i 
Fimm (7 9mg) ZtiaA, SfllcTSNpfiUf^L^e KJE8£«l**£tflt 

U $fl0fc&ift&4 7mg, ©6 lHTfcfco 

X H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 0 5 (s, 3H) , 4. 
06 (s. 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9. 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2H) . 8. 49 (d, J=4. 9H 
z, 1H) , 8. 7 9 (d. J =3. 7 Hz, 1 H) , 9. 1 3 (s, 1 H) 

MbMJrtt (FD-MS, m/z) : 4-0 1 (M + ) 
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HJ60J5 1 

N- {4- [ (6. 7-v>V 'J^;U) 7x-;l/} - 

(3, A-'J* h^->7j-^) K (6 2) 

6. 7-$?/ h*<>-4- (4-7;y7x; + i/) *y 'J > (56mg) i 
mflR D D o<Z>3, 4-^y h + v/^mSK (6 Omg) £N, N- *;U*,UA7 
S K (2ml) iziUmU (3* - ?Jl7 * J 7o 

ijfrXV J i Y*kW& (81mg) £tjD;U M&MT2 2 B$Rg$# Lfc 0 fcjm 

(10/1) T'Jg^-t-5 >U^y;l/*^A^D^ h^^-fckOHSau ^ 
SCft&^l^mg, JR$8%T*?#^o 

X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 8 7 (s, 3H) , 3. 
8 7 (s, 3H) , 4. 0 6 (s, 3H) , 4. 0 7 (s, 3H) , 6, 4 8 

(d, J = 5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2 Hz, 2H) , 7. 3 4 (m. 2 H) , 7. 4 3 (s. 1 
H) , 7. 5 5 (s, 1H) . 7. 5 7 (s, 1 H) , 7. 7 6 (d, J =8. 
6Hz, 2H), 8. 48 (d, J = 5, 5Hz, 1 H) 

M£0Hi (FD-MS, m/z) :4 6 0 (M + ) 

N~ {4- [(6, 7-v> h*S/-4-*y U^JU) 7x_iM - 

S^OA^-fr^M^-frS K (6 3) 

6, 7-i?t h*->-4- (4-7;;7x;4"» *J »J > (5 2mg) £ 
rfiflKS©;/*o^*lf >£;M*>8& (4 6mg) £N, N-^mU7; 
K (2ml) fcfcJBU l-x^;L,-3- (3* - f JM +k7 \ J fu fjb) # 
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(8 4mg) £in;U MfiKiT2 2l$ra«#LfcSU fgffcftl 

5 1 tmmommzx^Tffimu mmoits®}** 5m g , jr^6 4%t^/c 0 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 1. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2H) , 1. 9 7 
(m, 2H), 2. 26 (m. 1 H) , 4. 05 (s. 3H), 4. 05 (s, 
3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J=8. 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H)„ 7. 63 (d, J=8. 5Hz, 2H) , 8. 47 (d, J=5. 5Hz, 
1H) 

(FD-MS, m/z) :4 06 (M + ) 

H»J5 3 

N- {4- [ (6, 7-^y h*->-4-*y U-Jl) 7x-;b) - 

2-75 >a;I/^-tK K (6 4) 

6, 7-^y h + >-4- (4-7^77xy + » *y »J> (55mg) £ 
rff|SD D o©2-7 5>^;U^>S (3 2mg) £N, N-yyf;l/^A7; K 
(2ml) fc*|?U l-x^;l/-3- (3' -^W^^DtVW 
#2M I KttKtt (9 lmg) ^Jo^ HSI-T2 2 l$P B 1iE# I HJfe0J5 
1 iRI*©JiftlcJ:-»T«W!Lx «BOft^tt*3 5mg, JR$4 8J6T»fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 
4. 0 5 (s, 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 H) , 6. 5 7 (d 
d. J=l. 8, 8. 7Hz, 1H). 7. 20 (d. J=8. 6Hz, 2H), 
7. 2 8 (d, J =7. 9 Hz, 1 H) , 7. 42 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2H) . 8. 
35 (s, 1H) , 8. 49 (d, J=5. 5Hz. 1 H) 
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KS#tfr*I (FD-MS, m/z) :39 0 (M + ) 
H»J5 4 

N- {4- [(6, l-'Ji H^>-4-*yj-;t/) ;fr*/) 7x_;ui - 
3-ft7x>»Wt; K (65) 

6, h + y-4- (4-7^7x74--/) *yj > (54mg) £ 

rfr!£iFo©3-?-:*7x>#;U;K>& (4 4mg) £N, N - >V ^;U*;l^7 ^ 
K (2ml) izfefftU 1 -xf-;b-3 - (3' - >V ^;b7 ^ y 7a \Z)V) ij 
JlXzM i K&ffeg (8 2mg) ^tev ^StCT3 1 B#fig«# L fcfk 
5 1 <t^O^^«toTmi3L, »|t»4 1mg, iR^5 5%THfc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 2 (s, 3 H) , 4. 
04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 6Hz, 2H), 8. 
0 5 (dd, J=i. 2, 3. 1Hz, 1H) , 8. 3 7 (s, 1H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 0 6 (M + ) 

fU60J5 5 

N- {4- [ (6, Y*v-4-*J U -AO 7i-iM - 

(4 --hD7x-;l) K (6 6) 

6, 7-->V h^>-4- (4-7i;7i; + ^) U> (HOmg) 
£ rfflRS© 4 - - h D$m#& ( 1 0 0 m g ) £ N, N - y f-**;kt 7 $ K 
(4ml) icfcJBU 1 -x^;b-3- (3' - $M S J 7°n b';U) 

**>>r ^ mmm a 7 6m g ) «n;u mct2 2^«^l^ 
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5otmm<D»mz*<>Tftmu smoitstozi 2 6m g , vmn%x*% 

* H — NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 49 (d. J=5. 5Hz, 1 H) . 7. 29 (d, 
J = 9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 
93 (d, J = 9. 2Hz, 2H), 8. 21 (d, J = 8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H) , 8. 48 (d, J = 5. 5Hz, 1 H) 
, 1 0. 7 (s, 1H) 

(FD-MS, m/z) :4 4 5 (M + ) 

N- {4- [ (6, l-V* h3->-4-*7 V -Jl) - 
CN, N-->7W;;7x-;l/) fiMtti K (6 7) 
6, (4-7; /7i; + y) *yj > (5 lmg) £ 

rfJ&S© 4 - v ^ f-;b7 ~ J ( 4 4 m g ) £N, N - 'J * 7 

> K (2ml) l-x^;U-3- (3' -yy *;U7 ^ J 7n t*;l0 

rt^sKSM = K£flfc£ (8 3mg) £Jn;U SaiiTl 6l$ffltt$ Ifcik HJfe 

1 H-NMR (CDClg, 5 00MHz) : <5 3. 0 6 (s, 6H), 

4. 05 (s, 3H), 4. 06 (s, 3H) , 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J=8. 6Hz, 2H) , 7. 17 (d, J=8. 5H 
z, 2H), 7. 44 (s, 1H). 7. 57 (s, 1 H) . 7. 74 (d. J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H) , 7. 94 (s. 
1H) , 8. 49 (d. J=5. 5Hz, 1 H) 

MbWrfc (FD-MS. m/z) :4 4 3 (M + ) 
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£J60J5 7 

NrJfL- [(6. 7-^^.v-,-^,„- r ^ 7 ^ ;U _ 

(2ml) t-WU i_ i ^_ 8 _ (a . _^ w$ ^ Dt .^ w 

5 NOW (8 7mg) Sai;T2 2 lMHWLfc^ *JS0| 

6 0iB« 4 n Wc< t, TWIU iSg®^ S 43 mg> W5 3>ST(»fc 
H-NMR (DMSO-d 6 , 500MHz) :4 2 . 6 6 (s , 3H) * 
3- 94 (.. 3H), 3. 95 (s, 3H), 6. 48 (d, j- 4 . 9H z 
1H). 7. 28 (d, j-b. 2Hz, 2H), 7. 39 (,. 1 H ) , 7 ' 
52 (.. 1H), 7. 94 (d. J= 9 . 2Hz. 2H) , 8. 1 0 (m, 4 
H). 8. 48 (d. j-5. 5 Hz, 1 H) , 10. 6 (.. 1 H) 
(FD-MS, m/z) :442 (M + ) 



J£8S0J5 8 

6. 7-*y ^>_ 4 _ ( 4 -75y 7jt , + s ,) +y t}> (54mg) ^ 
iliaC4 -^*» (54rag) * N , N-s;y^*^75 K (2 
m0 * U 1-^-3- (3- -^ W$ ^d W 

* 5 (8 5mg) *JnA, Mfc*2 2*H»lfcfc, H»j 5 ! i 

* H-NMR (CDClg. 5 0 0MHz) :6 0. 9 5 (t. J = 7^ 3H 
z » 3H), 1. 38 (m, 2H), 1. 6 4 (m. 2H), 2. 69 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J = 5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 57 (s, 1 
H) , 7. 7 5 (d, J =8. 6 Hz, 2H) , 7. 8 2 (d, J =8. 6 Hz, 
2H) , 8. 0 3 (s, 1H) , 8. 4 9 (d, J = 5. 5 Hz, 1 H) 
S££tlffii (FD-MS, m/z) :4 5 6 (M + ) 

H»J5 9 

N- {4- [ (6, 7-->V h*:/-4-*7 'J-;l) 7x-i) - 

(4-7^ y 7x-;b) K (7 0) 

{4- [(6, 7->7F + ->-4-+; i J-;W t+->] 7x^;H (4- 
-hv7*-Jl) t}Jltf*Vi K (lOOmg) £N, N-^yfJl/*;l/A7i 
K/g£&Jif-;b (9ml /5ml) K&PU 1OK'<7^A-08R (6 9m 

g) ^jd^> 7K^ffl^TMiaiwT2 2^mjf l^o Kfcmz-t^j h*m^ 

*H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 5. 75 (b r s, 2H), 6. 46 (d. J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 73 (d, 
J =8. 5Hz, 2H), 1. 89 (d, J=9. 2Hz, 2H), 8. 46 
(d, J = 5. 5Hz, 1H) , 9. 90 (s. 1 H) 
(FD-MS, m/z) : 415 (M + ) 
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HWJ6 0 

N- {4- [(6, 7-v^h*->-4-*y'J-A0 **y] 7±-)l) - 
A - \l W*yh j K (71) 

6, 7-i?jt h**>-4- (4-7;;7x; + -» *>m; > (5 3mg) £ 
mRSO-f V-3f->K (4 5mg) £N, N-yy^*;UA7$ K (2ml) 
fc*l?U l-xf-;U-3- (3' -^yWW^ok'Jl/) rt^^ S K 
(9 8mg) £tjn^ MfcT6 2 B*IIIHi# L fcSL £«J5 1 ±E«© 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 94 (s, 3H) , 
3. 9 6 (s, ,3H) , 6. 4 8 (d, J = 5. 5H 2 , 1 H) , 7. 2 9 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J-4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2H), 
8. 48 (d, J=4. 9Hz, 1 H) . 8. 80 (d, J = 4. 3Hz. 2H) 
. 1 0. 6 (s, 1 H) 

M£*HI(FD-MS. m/z) :40 1 (M + ) 

HUM 6 1 

N- {4- [ (6, h*>>-4-*/ U~;U) 7x^} - 

2-ft7x>^im; K (7 2) 

6. h**>-4- (4-7i;7 i ;4 ; y) *;'J> (5 Omg) £ 

rfJR£ 3 D ©2-f-^7 J i>^;U**>K (4 6mg) £N, N- v>V ?-;U*;UA7 S 
K (2ml) KfctfU l-xf-;u-3- (3* - V t i J -?u\£)\,) t 
i Kttlfett (9 9m g) «n;U 2SIHHt#lfc«L HJfefllj 

5 1 tmmom^^-oxnnu iioit^3 7mg> W5 4^»fc, 

1 H-NMR (CDC 1 v 5 0 0MHz) : <5 4. 0 2 (s, 3H) , 
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4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 11 (m, 
1H) , 7. 1 7 (d, J =8. 6 Hz, 2H) , 7. 4 0 (s, 1 H) , 

7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J = 8. 5Hz, 
2H), 7. 7 3 (m, 1 H) , 8. 3 8 (s. 1 H) . 8. 4 8 (d, J = 
4. 9Hz, 1H) 

Ii^i(FD-MS, m/z) :4 0 6 (M + ) 

N- {4- [(6, 7 -'J/ b*is-4-*/ Ux;U) 7x_;b} - 

4-b'7x-^Wf; K (7 3) 

6, 7-s?y h+i/-4- (4-7;y7x; + "» 'J > (5 2m g) £ 

h'Jx^;UT= >/^b^f-U> (3ml/2ml) KS»U rfilRSOh'?* 
-;l/*;btf>K*Dy K (8 0mg) £fln;i N 2flfcT2 5BfrMaH*Lfc 0 RJ6 

9 m g N JR$ 1 0 %T*'f§fc 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 95 (s, 3H), 
3. 95 (s, 3H), 6. 48 (d, J=5. 5Hz. 1 H) , 7. 28 (d, 
J =9. 2 Hz, 2H) , 7. 40 (s, 1 H) . 7. 4 3 (t, J =7. 3H 
z, 1H), 7. 50-7. 53 (m, 3H), 7. 77 (d, J=7. 3Hz, 
2H) , 7. 8 5 (d, J =8. 6 Hz, 2H) , 7. 9 6 (m, 2H) , 

8. 08 (d, J = 8. 5Hz, 2H) . 8. 48 (d. J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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M£tfrtt (F'D-MS, m/z) :4 7 6 (M + ) 

N- {4- [ (6, 7-i?t h>->-4-*y U-=JlQ 7xz;l) - 

(4-7 b* ; s7*-)l) K (7 4) 

6, 7-?y h*->-4- (4-7 5 V7x/*-» *VU> (5 2mg) £ 
h >Jx*;U7S >/£ft/*P> (3ml /2ml) fciWU mi5 D D D 0 4-:/ 
h*'>3cM»^DU K (0. 0 7ml) £ta;U 0l$Hft#Lfc8U 
^^J6 2<b|S1^0ii^{C«t-oT^U £S0ft&4fcl£3 4mg, JR*4 1K 

X H-NMR (CDClg, 5 00MHz) : 6 0. 99 (t, J=7. 3H 
2, 3H) , 1. 5 2 (m, 2H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H), 4. 04 (s, 3H), 4. 05 (s, 3H), 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H) , 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 4 6 (s, 1 H) . 7. 5 7 (s, 1 H) , 7. 7 4 

(d, J=9. 2Hz, 2H) , 7. 86 (d, J=9. 2Hz, 2 H) , 8. 
1 0 (s, 1H) , 8. 49 (d, J =4. 9Hz, 1 H) 

Hfi##Hil (FD-MS, m/z) :4 7 2 (M + ) 

mm 6 4 

N- {4- [ (6, 7-v?y h*->-4-*y U-JlQ 7x-M - 

(4 -yp^7^-;U) K (7 5) 

6, 7-^h + y-4- (4-7^7iy + » +y U > (5 2 m g) t 
TfHRS0 4 -7n*£Il§& (7 8mg) *N, N-i?yf^;l/A7; K (2 
ml) tii§#U l-x^jb-3- (3* -^Wiy^neA) 
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$ Kttfttt (1 0 2mg) £flD;L gfflfcTl 7$HHI#Lfc&» HWJ5 1 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 07 (s, 3 H) . 4. 
0 7 (s, 3H) , 6. 5 3 (d, J =5. 5Hz. 1 H) , 7. 2 2 (d, J 
= 9. 2Hz. 2H) . 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s. 1H), 7. 65 (d, J=8. 6Hz, 2H), 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 
liMt (FD-MS, m/z) :4 7 8 (M + ), 4 8 0 (M + + 2) 

mm e 5 

N- {4- [ (6, YS-v-A-irJV-h) 7 *.-M - 

(4-^ V*i/fi;l#-)l7 JjfrtfJrVi K (7 6) 

6, 7-?y h + (4-7;y7x; + i/) >J > (1 QO.mg) 

irUISSiMy yf-;l/xl/7^;UK (13 0mg) £N, N - y y ^;l,*;kk7 
^ K (4ml) lz®mU l-x^;b-3- (3' - 'J/ *)V7 I J fu t°;U) 

ijkxvj i ksrs (2 2 7mg) sfiicri 8i^iaasff Lfcn, n 

Wu 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 8 3. 9 8 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s. 3H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d. J = 9. 2Hz, 2H) , 7. 43 (s, 1 H) , 
7. 56 (s, 1H), 7. 76 (d, J = 9. 2Hz, 2H) , 7. 97 (d, 
J=8. 6Hz. 2H), 8. 18 (d. J=8. 6Hz. 2 H) . 8. 49 
(d, J-5. 5Hz. 1H) 
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KM&Vm (FD-MS, m/z) :4 5 8 (M+) 

N- {4- [ (6, 7-?y h*->-4-*7 7x-;U} - 

2-fciU^>^JU^-»; K (7 7) 

6, 7-v> h + i/-4- (4-7U7x; + y) +y U> (50mg) i 
miSDD©h. 0 3'J (4 2mg) £N, N-yyfW;U7; K (2ml) \z 
l-x^;U-3- (3' ->>Vf-;U7^ J"fu t'Jl) -h)\,X'js( i Ktt 
(1 2 3mg) *jDis MfcTl 9l$IHHK#Lfc8U HJfe#J5 1 ££MS® 
H^ioTflHKL, *«©<fc£1&*3 8ing % «*5 6 96T»fc 0 

X H-NMR (CDC1 3> 500MHz) :<54. 06 (s, 3H), 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H) , 7. 43 (s, 1 H) , 7. 5 1 (m, 1 H) , 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz, 2H). 7. 94 (m. 1 H) 
. 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J = 5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8. 4. 9Hz, 1 H) 

M»fflt (FD-MS. m/z) :40 1 (M + ) 

H»J6 7 

N- {4 - [ (6, l-Vt h*->-4-*y D-;U) 7x_;U} - 

(4-bKD^^^-;l/7x^) K (78) 

(4- [ (6. h + i/-4- + y'J-^) 7i-jH - (4 

h+i/*;l/**-^7x-jU) S K^y^y-JU (3ml) tzfeW 

U 3 3K*iMfc*U*A*8tt (1. 5ml) *Jni. SaT?2NH8HI»Lfco 
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*B©fl:£&£3 4mg, JR^4 596T?*§fc 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 93 (s. 3H), 

3. 9 4 (s, 3H) , 6. 4 7 (d, J = 5. 5 Hz, 1 H) , 7. 2 8 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d. J=9. 2Hz, 2H), 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 

W&fiVim (FD-MS, m/z) :44 4 (M + ) 

N- {4- [ (6, 7-yy^->-4-t;'J^) 7x-;H - 

i/^a^>^>^;b^»$ K (7 9) 

6. 7-i>y h + >-4- (4-7;;7xy + -» *;>J > (5 3mg) t 
tfifo&<D i/ ? a K (6 6mg) £N, N-xV^;l/*;l/A7 $ 

K (2ml) l-x^;b-3- (3' - */U7 ^ y :7°o b°Jl>) a 

$ (1 1 Omg) £Jd;U M&JCTl 7^H!H$L^ H% 

^J5i tmm<Dmmz&^Tm$iL «i©^ft*3 5mg, j»5 o%t*§ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 1. 6 4 (m, 2H) , 
1. 8 1 (m, 2H) , 1. 9 1 (m, 4H) , 2. 7 5 (m, 1 H) , 

4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 

5 5 (m, 1H) , 7. 6 5 (d, J = 8. 6 Hz, 2H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) , 
©S^TO (FD-MS. m/z) : 3 9 2 (M + ) 
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$mm6 9 

N- {4- [(6, 7-->V V-jV) y*-M - 

7?-?>9^i])ltf*yri K (8 1) 

6, 7-S?y h*->-4- (4-7$ y 7xy**» *y y > (5 lmg) £ 
xm&<»Ty-?y9yi])\,#^m (1 l Omg) £N, N-y^mM7; 
K (2ml) \zmmU (3' - *)l>7 Tu t'Jl) fj 

i (i 07m g ) tmx., mutt: i summit:®., HJI 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 5 1. 8 2 (m, 6H) , 
2. 0 0 (m, 6H) , 2. 13 (m, 3 H) , 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d, 
J = 9. 2Hz. 2H), 7. 42 (s, 1 H) , 7. 55 (m, 1 H) . 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d. J=4. 9Hz, 1 H) , 

XM&Vrti. (FD-MS, m/z) :4 5 8 (M + ) 

H&0J7O 

N- {4- [ (6, 4 V-Jl) 7x-;b} - 

(4-7-tr h*i/7x-;LQ ft ^ K (8 0) 

6, h + >- 4 - (4-7;;7x/ + -» +y U > (1 1 Omg) 

£m^D D D0 4-7-tr h*->3cmStt (2 0 7mg) £N. N- f-;l,*;UA7 
^ K (6ml) fcfcJBU l-i*;l>-3- (3' - *)17 fu t'Jl) 

ufrXiH i mmm (2 2 3mg) sacT7^H!iff hjs 
#]5 1 t^m^mmzx^xmmu m.m<D<t&®£ 1 2 3m g . ^7 2%-e 
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* H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
0 6 (s, 3H) , 4. 0 6 ,(s, 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d. J = 9. 1Hz, 
2H) , 7. 4 3 (s, 1H) , 7. 5 6 (s, 1 H) , 7. 7 3 (d, J = 9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J = 8. 6Hz, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) , 
M£tfrtt(FD-MS, m/z) :4 5 8 (M + ) 

KM 7 1 

N- {4- [(6, 7 J h*y/-4-*y 'Jx;U) 7^x;U} - 

2- (6-7-fr h^i/i-yi-Jl) jjfrtftti K (8 2) 

6. 7-v>y h + i/_4- (4-7i;7x; + i/) (51mg) t 

rfJB£D 0 D©6-7-fe h*->-2-^7 hxg (1 2 lmg) £N, N-Py 
^7; K (2ml) KfcflPU l-x^;U-3- (3' -v^f-^T 5 y^D 
£%) S (1 2 4mg) *Jo;U gfitcri 3NfPhTO^L^ 

1 H-NMR (DMSO-dg, 5 0 OMHz) : <5 2. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 05 (s, 3H) . 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) . 7. 4 2 (s. 1 H) , 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J = 9. 2Hz, 2H) , 7. 
8 6 (d, J = 8. 6 Hz, 1H) , 7. 8 9 (d, J = 9. 2 Hz, 1 H) , 
7. 94 (d, J = 8. 6Hz, 1 H) , 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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nmmm (fd-ms, m/z) .-5 0 8 (m + ) 
mmmi2 

N- {4- [(6, 7->^ h*y-4-*7 'Jx;U) 7xx;U} - 

(4-bKn4->7x-jl/) K (8 3) 

N- {4- [ (6, 1- : J* h + i>-4- + y »J-;U) 7iz;H - 

(4 -7-fe h + ->7x-;U) K(103mg)£y 9 (4m 

1) lc*fl?U 3 5 9fckIMb*lJ9Art»* (2ml) fctoiU Sfi-C5NrlHHI 
#Lfc 0 5l6®^*tH^f-;l//*T?£BU W»xf-;UH£tefn*aBi<-eft 

r^ft^U £8©<fc£4&£7 7mg. iR$8 2%Ti§fc 0 
1 H-NMR (DMSO-dg', 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d. J=4. 9Hz, 1 H) , 6. 87 (d, 
J = 8. 5Hz, 2H), 7. 24 (d, J=9. 2Hz, 2H), 7. 39 
(s, 1H), 7. 52 (s, 1H). 7. 87 (d, J=8. 6Hz, 2H) . 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J = 5. 5Hz, 1 H) 
. 1 0. 1 (s, 1H) 
MbfrWil (FD-MS, m/z) :417(M + +1) 

IUfe0lJ7 3 

N- {4- [(6, 7-v*y HrS/-4-*y UxjtQ 7xx;U} - 
2- (6-fc Yo^i/i-yi-Jl) F (84) 

N- {4- [(6, h**>-4-*/ 'Jx;W) 7i-;H - 

2- (6-TH? h*i/*7*;l0 K (4 7mg) (4 

ml) IcfcPU 3 5%7kgtfb#'J 7A7jqg& (2ml) £&-?5$|S|] 
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1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d. J=4. 9Hz, 1 H) , 7. 18 (m. 
1H) , 7. 2 0 (s, 1H) , 7. 2 7 (d, J =8. 6 Hz, 2H) , 
7. 3 9 (s, 1H) , 7. 5 3 (s. 1 H) . 7. 8 0 (d, J =8. 5 Hz, 
1H) , 7. 9 2-7. 9 8 (m, 4H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1H) , 10. 4 (s, 1 H) 

§f»##Ht (FD-MS, m/z) :4 6 7 (M + +l) 

HMSW7 4 

N- (4-^ h^->7x^) -N' - {4- [ (6, 7-9'y h*i/-4- 
*7 d-*->] 7 frU7 (4 3) 

6, 7-v* h**>-4- (4-7;;7xy + y) U > (5 3m g) £ 
h^x> (3ml) KJni!t»«|L^ 4-^ h + ->7x-;K V >7^- h 
(0. 2ml)*jDi N 3 0^lfflJdlMiflELfco tfftfJLT^fcfeS^iBRU h 
5 C i !»M©fb&fcl£ 5 4 m g N JR$ 6 8 %Ti#fc 0 
1 H-NMR (DMSO-dg, 5 00MHz) :<53. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H) , 6. 8 7 (d. J =8. 5 Hz, 2H), 7. 1 9 (d, J =9. 2H 
z, 2H) , 7. 37 (d, J=8. 5Hz, 2H) , 7. 38 (s, 1H), 
7. 52 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2H), 8. 46 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
©S£#fll (FD-MS, m/z) :44 5 (M + ) 
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N- (4-7^P7x^) -N / - {4- [ (6, h^>-4- 
^y'J-;U) frl/7 (4 4) 

6, 7-v> f + ->-4- (4-7;;7x; + -» *y 'J > (5 4mg) £ 
h;Ux> (3ml) IcflnJI&fclPLfclU 4-7JU*o7*-A>fy.>7*-h 
(0. 2ml) fcjn*., 7 0^Bffiniai*Lfco & L T * fc*£fi£ii]R U h 
A-x > * C £ {I «k 0 $fi<Dfc&ft& 3 8 m g . JR$ 4 8 %T»fc 0 

*H-NMR (DMSO-dg, 5 0 0MHz) : d 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d. J = 4. 9H z, 1H) , 7. 1 2 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s," 1H), 7. 59 (d, J = 9. 2Hz, 2 H) , 8. 45 (d, 
J=5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) ffft 
##Hif (FD-MS, m/z) : 4 33 (M + ) 

fSJ60J7 6 

N- (4-7-D€7x^) -N' - {4- [ (6, 7-yy K*y-4-* 
y'JxjiQ 7x-;l/} frU7 (45) 

6, 7->>y h ^ — 4 - (4-7;;7x; + -» *y"J > (5 2mg) £ 
hJlz-y (3ml) iztjammii&t* 4-7*Dt7x-Mvm-h 
(0. 2ml) ^ 5 0^HJPHMBSELfco IffttiLTgytefi^WRU 
^x >T*ft& t 5 1 i K J: D $H©<fk^j^ 56mg, iR$64 %Ti§fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 1 9 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d. J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
M£*?tt(FD-MS, m/z) ; 4 9 3 (M + ) , 4 9 5 (M + + 2) 

%mmn 

N- {4- [(6, h*i/-4-*7 U->>1/) 7j.-JI) - 

N' - (4-- ho7x_;l/) frl/7 (46) 

6, h + i^-4- (4-7;;7x;4y) 'J > (1 0 3m g) 

£h;Ux> (10ml) lc}JD&i&*¥l*:&> 4 h d 7 y 2/7*- h 

(3 6 6mg) £jfm;U 6 O^JnifejS^L^o lJrHiLT£fcfSfl*a«RU h 
;bx y-zmpf Z C £ «9 $ff<D{b£tt& 1 4 1 m g N 8 8 %Ti§*: 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 63. 9 4 (s. 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2H), 7. 7 1 (d, J = 9. 2Hz, 2H) 
, 8. 20 (d, J=9. 2Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 
MbMfrtf (FD-MS, m/z) :4 6 0 (M + ) 

HJfeflJ 7 8 

N- (4-7'^;U7x-;U) -N / - {4- [ (6, 7-v> h*>>-4-* 

y;~;i/) 7*-M ?U7 (4 7) 

6, 7-i^ h + v/-4- (4-7;;7x; + ^) *y U > (50mg) £ 
h^x> (3ml) fcjDJl&*fl?Lfcfk 4 -yf;b7x-M v ->7*- |> 
(0. 2ml) £!HJ^ 2 6^jD^jS»EL^o SS«:^ao^;UA/7* h> 
(1 0/1) TMg§-r5'>»J*y;U7>7A^nvh^77>f-{c«kt)fi|»U £ 
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H0ft£«B*3 6mg, JR3M 5%T"^ 0 

1 H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : 6 0. 9 3 (m. 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

MbMJHI (FD-MS. m/z) :471 (M + ) 

HJ6PJ7 9 

N- (4-7^ V7x-;l/) -N' - {4- [ (6. l-'Jt Y*i/-A~* 
J\)-)V) 7x-M frU7 (4 8) 

N- {4- [ (6, h*->-4-*y'J-^) 7x-jW - 

N* - (4-— hn) Tx-^^l/T (lllmg) £N, N-v?^f-;U**A 
7$ K (7ml) fci&JRU 1 0%*»flx<7v>$A-&£ (lOOmg) £in 
*«»H«TMlwT2 2l*IIBaH*tfeo Wm&'evJ b£ffl^T«jgL 

9±U «04t&ft&6 6mg, iK$6 3%T-mtz 0 

X H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s. 3H) , 
3. 94 (s, 3H), 4. 74 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d. J-8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d. J=9. 2Hz, 2H), 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz. 2H), 
8. 14 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 8. 6 1 (s, 
1H) 

M$MJrtt (FD-MS, m/z) :43 0 (M + ) 
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mmms o 

N- (4-7-fef-;U7x-;lQ -N' - {4- [ (6, h*->-4- 

7x-;l>) 7U7 (4 9) 
6, h*->-4- (4-7;;7x>+y) *y U > (51mg) £ 

Y)lx-y (3ml) fcJaStfgfllLfcSL 4 -7tf;b7x^;K v->7*- h 
(2 10mg) £fln;i. 2 0»Hft]f»SBSLfco ^^DD*W7tF> 
(1 0/1) TSBatS^'J^y^^A^nv h/77-f-fcJ:0||«U X 
S©fb£#)£5 Omg N JR^64%T^o 

1 H-NMR (CDC1 3 /CD 3 OD, 5 0 0MHz) : 6 2. 5 9 (s, 
3H) , 4. 0 7 (s, 3H) , 4. 0 7 (s. 3H) , 6. 5 0 (d, J =5 
5Hz, 1H) , 7. 1 7 (d, J = 8. 5 Hz, 2 H) , 7. 3 6 (s, 1 H) 
. 7. 5 8 (s, 1H) , 7. 5 8 (d, J =8. 5 Hz, 2 H) , 7. 6 0 
(d, J = 8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H) . 8. 
40 (d, J=5. 5Hz, 1H) 
W&ftVrffik (FD-MS, m/z) :4 5 7 (M + ) 

tmmsi 

N- {4- [(6, 7-?y h*i/-4-*J 7x^) - 

N' - (4-7i;^->7x-;l/) 71/7 (5 0) 

6, 7-i?y h + ->-4- (4-7;;7xy + y) U> (5 3mg) £ 
hJloc> (3ml) CtoittSflBLfcSU 4-7x; + 5/7x-MV-m-l> 
(0. 2ml) «rfti^ 3 0^Mi81li: o SSE£* no*;UA/7-b h > 

(1 0/1) -eSBBt-S>"J*y^5A^n-eh^77-f-JCj;*)||au S 
S<Z>{b&#|£5 5rag, iR$6 0%tHt o 

X H-NMR (CDC 1 3 /CD 3 OD, 5 0 0MHz) : 6 4. 4 6 (s, 
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3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) . 8. 4 0 (m. 1 H) 
©fi##fll (FD-MS, m/z) :5 0 7 (M + ) 

106098 2 

N- (4— < y?pg;U7x.=jl/) — N / - {A- [(6, 7-^K->- 
4— fry 'J-AQ tt->] 7x-;b} fruy (5 1) 

6, l-'J* h*<>-4- (4-7;;7x7 + ^) fry 'J > (5 lmg) £ 
h^x> (3ml) IztoM&Mlti&y t^7x_;K 
h (0. 2ml) £Jn;i, 2 6^MllD«ai»ELfco 8ai^Dn*AA/7t h 
> (1 0/1) TJRMtSS/yfc^a^i^Dvh*?^ -KJ^fltfiU 

%m<D{t&%}£ 7 o m g > urn 9 0 %TH^o 

1 H-NMR (CD g OD, 5 0 0MHz) : 51. 1 8 (d. J =6. 7H 
z. 6H) , 2. 82 (m, 1 H) , 3. 97 (s, 3H) , 4. 01 (s. 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5 Hz, 
2H). 7. 11 (d, J=8. 5Hz, 2H), 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s, 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s. 1 H) , 7. 82 (s. 1 H) . 8. 0 
3 (s, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) 

mfiVim (FD-MS, m/z) :4 5 7 (M + ) 

^Jfe^l8 3 

N- (4- h 'j7;ltoyf^7x^) -N / - {4- [ (6, 7-^y K 
fr->-4-fry 7x.-Jl) »7l/7 (5 2) 

6, hfr^-4- (4-7;/7x;*i') fry U > (53mg) £ 
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h;bx> (3ml) tztimdmifcfc 4-H)7Jl*v*?Jl7*-)ljyi/ 
(0. 2ml) l'O^ISBftI«US*Lfco tfrtBLT*fceg£ii 

h^x>T'»t<5C<!;{C«fc«9^0{l:^^7 7mg, iK$8 8%T*§ 

1 H-NMR (CDC 1 g, 5 0 0MHz) : 54. 05 (s, 3H) . 
4. 05 (s, 3H). 6. 52 (d, J=5. 5Hz, 1H), 7. 18 (d, 
J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1H), 
7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J=8. 6Hz, 2H) 
, 7. 63 (s, 1H), 8. 40 (d. J=5. 5Hz, 1 H) 

m&ftVrm (FD-MS, m/z) :4 8 3 (M + ) 

HJfe0J8 4 

N- (4-n-7>;b7x-;U) -N / - {2- [ (6, h*->-4 
7x-;l/} ?U7 (14 7) 

ffl^fca:NiHtlfc«Lfc6, 7-v^h*i/-4- (2--ho7xy + <» 
*^0>*SafeW4 9tH»»caKcLT»^ 6, 7-^h + ->-4 - (2 - 
7^7x; + j/) *y »J> (5 6mg) £h;Ux> (3ml) fcJnftigJBlfc 
&> 4-n-7'?-;U7x-;H'y->7*-h (0. 2ml) ^Jd^ 30^1* 
IWSML^o gat£?nn*;l,A/7-fe h> (10/1) "C8BB1-*'>y 
^DThy77^-lc«fct)HS!!U £S©ffc&8l£4 5mg> JR^ 5 0 %T-'#^ 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 0. 8 9 (t. J =7. 3H 
z, 3H) , 1. 3 0 (m. 2H) . 1. 5 2 (m. 2H) , 2. 5 0 (m, 2 
H) , 3. 9 0 (s, 3H) , 3. 93 (s, 3H) , 6. 2 2 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J = 7. 3Hz, 1 H) . 6. 96- 
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7. 01 (m, 4H) , 7. 15 (br s, 1H) , 7. 28-7. 31 (m, 
4H), 8. 12 (brs, 1 H) . 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J = 7. 9Hz, 1 H) 
Wft#fflI(FD-MS, m/z) :471 (M + ) 

urns 5 

N- (4-n-m7x^) -N' - {3- [ (6, 7-vV h*is-4 
-*J'))V) ***/\ 7x-iH r> IxT (9 1) 
^Jfe0J4 8lci3^T> 4 -- h d 7 x y -MzfrjLT 3 h o 7 x 7 

*yU>*HJ6^4 9t|n|«Jw«7cLT#yi:. 6, 7-y/h + y-4- (3- 
7^7x; + -» *y U> (5 lmg) £ H;Iol> (3ml) i;«^Lt 
SU 4-n--7*f-;b7x-;H'vi/7^- h (0. 2ml) £/JD;U 5 O^Jn 
HfcaSftlfco gg£?OD*;l,A/7-tr h> (10/1) T'Jg^S^'j^^U 
^avh^77^-jc«tt)lltSIL. aH©ft£4&*2 6mg. JR$ 3 2 %T-'#*: e 
1 H-NMR (CDClg, 5 00MHz) : 5 0. 89 (t. J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 95 (s. 1H), 4. 00 (s. 1 H) , 6. 49 (d, J=5. 
5 Hz, 1H) . 6. 8 1 (d, J = 8. 0Hz, 1 H) , 7. 0 4 (d. J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 84 (brs, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 43 (d, J=4. 9Hz, 1 H) 
MfttfHI (FD-MS, m/z) :47 1 (M + ) 
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H»J8 6 

N-n-T^-N' - {4- [(6, 7 -*J* h*->-4 -*JV)\,) 
i/] 7x_;l>} fti/7 (13 9) 

6, h^>- 4 - (4-7;;7x;*i') *>"J > (51mg) * 

h;bi> (3ml) icflDJKtfgllLfcflL n-^f;Kvm-h (0. 2ml) 
£JD^ 1 4^rmDHUldftL/^o H£t£?oo*;UA/7-trh> (10/1) T 
SH+S-;"ja>f;U*ov h^77>f-i:«t!)flll!U Sji©tt&$)£3 1 mg. 

1 H-NMR (CDClg, 5 0 0MHz) : 5 0. 93 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H), 4. 04 (s, 3 H) . 5. 04 (b r s, 1 H) 
. 6. 44 (d. J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d, J = 9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1H) 

JMbWrtt (FD-MS, m/z) :3 9 5 (M + ) 



H&0J8 7 

N- {4- [(6, 7-^n^i/-4-t;»J^) **'>J 7x-;W - 
(4- h'j7Moyf^7x^) &;M?*-tK K (15 7) 

6, 7-v>V r*->-4- (4-7S /7*y*-» 'J> (53mg) t 
H?ISd d o04- MJ7;l^ny (1 02mg) *N. N-vM^ju* 

;UA7 5K(3ml) fcWKLfctk l-x*;U-3- (3' ->^*;U7^ 
7*d f^) rtAiKSM' S ttftlfctt (1 0 2mg) Ztiaz., MfifcTl 4B$HS# 
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X H-NMR (C DC 1 g , 5 0 0MHz) : 5 4. 0 4 (s, 3H) . 4. 

05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz. 2H), 7. 76 (d, J=8. 6Hz, 2H), 8. 
0 2 (d, J = 7. 9 Hz, 2H) , 8. 1 3 (b r s, 1 H) , 8. 4 9 (d. 
J = 5. 5Hz, 1H) 

K«£*fli (FD-MS, m/z) : 4 68 (M + ) 

mmms 8 

N- {4- [ (6, h4->-4-*y 'J Jl) 7xzjM - 

(4->^o^->;l/7x^) a K (15 8) 

6, h + ->-4- (4-7U7x;+i/) (52mg) t 

ifffo8,®4-i/?n^*i/JlScgmm (10 9mg) £N, N- *Jl*ij\,& 

7 5 K (3ml) lc»f¥Lfc«U l-xf-;l—3- (3' - v> y 3^7 S y 7o 
t°A0 ~ KJ&ife^ (1 1 Omg) £flD;i, MfifcTl 4B#P«gfl|#l7t 

nmms l £^&©8flnc«fcoT*iS!!U M©<k^ft*5 4mg N iR$ 

*H-NMR (CDClg, 500MHz) : 6 1. 25-1. 86 (m, 
10H) , 2. 5 5 (m, 1 H) , 4. 01 (s, 3H) , 4. 0 3 (s, 3H) 
. 6. 46 (d, J = 5. 5Hz. 1 H) , 7. 16 (d, J=8. 5Hz. 2 
H) . 7. 27 (d, J=7. 9Hz, 2H). 7. 39 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J = 9. 2Hz. 2H), 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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(FD-MS, m/z) :4 8 2 (M + ) 

HWJ89 

N- {3- [ (6, 7-?y h*->-4-*y 7x~;W - 

(4 - t -7^17 x-;l/) ft;!/**?* K (15 9) 

6. h*i/-4- (3-T;;7x; + -» +7 'J > (5 4mg) t 

TtJRS© 4 - t -7>;b£m£& (102mg) ^N, N - V * *)l*)\,2»T I 
K (3ml) l:^Lfc|> l-x^;l,-3- (3* - ^ f-;b7 ^ 7°n t°;b) 
fc-MW ^ KJIftig (1 0 6mg) £jta^ M»;iT6i$IHiI#Lfc8U HJfc 
0J5 1 £E»®*flnc^T*ll!!U ll©ih^2 9mg, ft* 3 5%T# 

X H-NMR (CDC1 3 , 500MHz) : 6 1. 34 (s. 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H) . 8. 48 (d, J=4. 9Hz, 
1H) , 8. 5 9 (br s, 1 H) 

ftMI (FD-MS, m/z) :4 5 6 (M + ) 

N- {3- [ (6, 7-i>V h*>-4-*y U;tQ f-*3 7x-;b} - (4 
- t -7>;l/7x^;l/) ^;l/»>7-$ K (16 0) 

6, 1-9* h*i/-4- (3-7U7x^;l/ft) *y 'J > (6 2m g) 
£Tff|&D Q D©4-t-7'?-;l^.t§& (10 9mg) £N. N-^ym;l,A7 
$ K (3ml) fcJftHlfcfc, 1 -x*;b-3- (3' -^W;^Db' 
*) *;M*5M $ mmm (l l 2mg) £Jq;U MKT 2 5l|IHffl|#Lte|fts 
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X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 31 (s, 9H) , 4. 
00 (s, 3H), 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d. 
J=4. 9Hz, 1H) , 8. 60 (b r s, 1 H) 

MKWrtt (FD-MS, m/z) :4 7 2 (M + ) 

N— {4 — [ (6, h*i/-4-*J U;U) y^-Jl} - (4 

-7^;U7x-;U) F (161) 

6, 7-->V Y*i/-A- (4-7i;7x; + >/) (6 2mg) £ 

TfiIS,S0 4-7'^;U$Il§& (l 0 4mg) £N, N- s>> f->u*;i/A7 $ K 
(3ml) fcjgJBLfctk 1 -xf-;b- 3- (3' -y>W5;^DtA) 
l KttftS (1 1 7mg) £flo;U H$iaH*#Lfc8U H 

»J5 1 i^fcOiiflnCcfcoTffSaU 8B©*fc£«S*2 lmg, IR$2 2%T- 

1 H-NMR (CDCl 3 , 500MHz) : <5 0. 94 (t. J=7. 3H 
z, 3H) , 1. 38 (m. 2H) , 1. 63 (m, 2H) , 2. 69 (t, J 
= 7. 9 Hz, 2H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 
6. 7 2 (d, J =4. 9Hz, 1H) , 7. 3 0 (d, J = 7. 9 Hz, 2H) 
, 7. 39 (s. 1H) , 7. 42 (s. 1 H) , 7. 57 (d. J=8. 5H 
z, 2H) , 7. 7 8 (d. J =8. 5 Hz, 2 H) , 7. 8 1 (d, J = 7. 
9 Hz, 2H) , 8. 0 8 (s. 1 H) , 8. 4 2 (d, J = 5. 5 Hz, l H) 

MbWr* (FD-MS. m/z) : 4 7 2 (M + ) 
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nmm9 2 

N- {4- [(6, 7-S?y h*»>-4-*7 'JJIQ 7x-;U} - 

N' - (4-y^;Uf-^-7xJi;U) frU7 (16 3) 

6, 7->V h**>-4- (4-75;7x;*-» *>"J> (53mg) £ 
h;Ux> (3ml) icJoHft^L^ 4-y^;bf-^7x^;U-r v->7^- ^ 
(0. 2ml) £iniU 8#HiB*l&aBSLfco #rfc lT££Mf B £«BKU hJl 
x ^difcfct) 6 2 m g > JR$ 7 6 fc„ 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 52. 44 (s. 3H) , 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz. 
1H) , 7. 19 (d, J = 9. 2 Hz, 2H) . 7. 2 3 (d, J =8. 5H 
z. 2H), 7. 38 (s, 1H). 7. 44 (d, J = 9. 2Hz. 2H), 
7. 5 2 (s, 1H) , 7. 5 8 (d, J = 8. 6 Hz, 2H) , 8. 4 6 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

Slft##HI (FD-MS, m/z) :46 1 (M + ) 

£tt*l9 3 

N- (3-xh4->^?M^7x^l/) -N / - {4- [ (6, 
*v/-4-*y ■JjU) 7x-il| (16 4) 

6, 7-?> h*»>-4- (4-7^7xy*» *y »J> (5 3mg) £ 
(5ml) lcft]&*t?Lfc8U 3-xh + «>*^i;l/7xiHV'> 
7*-h (2 8 4mg) *Jd;u 1 B#Mftl*Nlffi L fco 83t£* on*;UA/7 
*h> (10/1) -eMgatS^U^y^^A^nv h^7>r -jc<tt)fil5!l 
U ^a©<b^^l 8mg, IR$2 0%T"j§^o 

1 H-NMR (CDC lg , 5 0 0MHz) : 51. 3 8 (m, 3H) , 
3. 98 (s, 3H), 4. 05 (s, 3H) . 4. 35 (m, 2H) , 6. 4 
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5 (d. J =5. 5 Hz, 1H) , 7. 12 (d, J =9. 2 Hz, 2H) , 
7. 40 (s, 1H), 7. 47 (d, J = 9. 2Hz, 2H) , 7. 47 (d, 
J = 8. 6 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 9 6 (d, J = 9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5 Hz, 1H). 
MbMrfc (FD-MS, m/z) :4 8 7 (M + ) 

HWJ9 4 

N- (4-?pp7*-;1/) -N / - {4- [ (6, 7-v?y h*->-4-* 
J*))V) 7x-;b} frU7 (16 5) 

6, 1-9* h + ->-4- (4-7;;7*;*-» +y«J> (52mg) £ 
h^x> (5ml) fcMlftfclPLfcfk 4-^DD7x-;Wvm-h 
(0. 2ml)£fln;i N imFP H m*iS^Lfco IfraiLTfcfcl&iifcflJRU b)l 
z-y&mtZ C £ K £ t) 4 3 m g > ■ JR$ 5 5 %Ti#fc e 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz. 1H), 7. 20 (d, 
J = 9. 2 Hz, 2H) , 7. 3 2 (d, J =8. 5 Hz, 2 H) , 7. 3 8 
(s, 1H) , 7. 4 9 (d. J =9. 2 Hz, 2H) , 7. 5 1 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H) , 8. 46 (d. J = 4. 9Hz, 1 H) 
. 8. 83 (b r s, 1H) . 8. 8 3 (b r s, 1 H) 

5tfi5}#Hii (FD-MS, m/z) :44 9 (M+) , 45 1 (M + + 2) 

HK60IJ9 5 

N- (2-^y7ob';t/7x-JU) -N' - {4- [ (6, 7-^h4>>- 
4-^;'J;b) ^4->] 7x-;b} frU7(16 6) 
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6, l-'J* Y*i/-4- (4-7i;7x; + y) (44mg) £ 

(5ml) \zWmmitz&* 2 V^o tVl^x^/M' y S/7*- 
h CO". 2ml) «rjD^ N 8 0£IIMI!fl«Lfco n o*;kk/7H? h 

> (10/1) TSBBtS-> , J*y^7A^D^h/57-f-iw«kt)||KU 
&l©ft&$l£l 4m g> JR$2 0«T»fc o 

2 H-NMR (CDC 1 g , 5 0 0MHz) : 61. 21 (m, 6H) , 

3. 21 (m, 1H), 4. 04 (s, 3H) , 4. 04 (s, 3H), 

6. 4 2 (m, 1H) , 6. 6 3 (m, 1H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m. 1H) 
tt&Vrto (FD-MS, m/z) :45 7 (M + ) 

HWJ9 6 

N- {4- [(6, 7-v?y h*'>-4-*.7'J;U) 7x_;U} - 

N' -7x-;^l/7 (1 6 7) 

6, 7-yn*->-4 - (4-7i;7x;*'» *y 'J > (5 lmg) £ 
hJl^y (5ml) icJffl»»«PLfc^ 7*-;lH'yi/7*-h (0. 2ml) 
£tD*^ 5 0£fi3JJD*&iiafLLfco &2t£?on*;UA/7-l? h > (10/1) T 
■SHt S >"J * 7 A ^ o v h /5 7 - J: 0 H« U 
2 lmg. JR*4 l^T»fco 

1 H-NMR (CDC lg . 5 0 0MHz) : 54. 04 (s, 3 H) , 

4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) . 7. 0 5 (m, 1 H) , 7. 3 
6-7. 44 (m. 10H) , 7. 99 (s, 1 H) ,8.31 (s, 1 H) , 
8. 3 6 (m, 1H) 

MfeMHI (FD-MS. m/z) : 4 3 1 (M + ) 
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Hai0J9 7 

N- {4- [ (6, 7-v>V Y*i/-A-*J 7x-;M - 

N' - (2-~hD7x^) 7U7 (168) 

6, h + i/-4- (4-7i;7x; + -» (8 3mg) £ 

h;l/x> (8ml) {cJnj|ft^L^ N 4--l^o7x-Mvm- h (3 
7 0 m g ) £ JD^. N 4 0 £HQAD*&Hffi L #r£b L T £ /c£H£«® U l^loc 

>T-a*t 5 d t k & k> mmoit&yiz 5 8 m g , ir$ 4 5 %-e*§>t 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz. 1H) , 7. 2 2 (m. 
1H) , 7. 23 (d, J = 9. 2Hz, 2 H) . 7. 38 (s, 1 H) , 7. 
5 1 (s, 1H) , 7. 6 2 (d, J =9. 2 Hz, 2H) , 7. 7 1 (ra, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1H), 9. 96 (s, 1 H) 

Matfftt (FD-MS. m/z) :4 6 0 (M + ) 

N- (2-7Sy7x-=JlQ -N' - {4- [ (6, 1- ! J/ h*v-4-* 
7'J;U) 7x-i) 7U7 (16 9) 

N" U - [ (6, 7-*Jt h*i/-4-*y 7x-M - 

N' - (2--ho7xz;l/) 7U7 (4 2mg) £N. N-^yfMM7 
S K/R«x*;U (12ml /6ml) £»»?U 2 0%*ll^7-?7A-^ 
* (7 Omg) £Jo*> **OT«TMlcT3B$M«#Lfco RitW[*-b5-f 

Lfc 0 «ET««|«±U ^1©^^3 9mg. JR*1 0 0%T'f§fc o 
1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 53. 94 (s, 3 H) , 
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3. 9 5 (s, 3H). 4. 77 (brs, 2H) , 6. 4 4 (d, J =5. 5 
Hz, 1 H) , 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 3 8 (s, 1H) , 7. 52 (s, ,1H), 7. 5 8 (d. J =9. 2 Hz, 
2H), 8. 29 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

8. 92 (s, 1H) 

(FD-MS, m/z) : 4 3 0 (M + ) 

H»J9 9 

N- {4- [(6, 7-vV h*:/-4-*yiW 7^-;U) - 

N' - (3--hD7x-;b) (17 0) 

6, 7 - h^->- 4 - (4-7;;7xy + y) (8 3mg) £ 

(6ml) rt^j^L/i^ 3--hD7*-;U>f h 
(3 8 4mg) £flD;U 4 0&miMMMLtL o dd*W7* h > 

(1 0/1) TSBat**> , J*^/77A^D-7 h^77^f -lci|)fl|JJ!U * 

* H-NMR (DMSO-dg , 5 0 0MHz) : 6 3. 9 9 (s, 3 H) , 

4. 04 (s. 3H), 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2H), 7. 47 (d, J=8. 6H 
z. 2H) , 7. 5 7 (s, 1H) , 7. 8 1 (m, 2H) . 8. 19 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 8. 5 
9 (s, 1H) 

MfttfHI (FD-MS, m/z) : 4 6 0 (M + ) 
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mmmi oo 

N- (4- [ (6, 7->J* h*v-4-*/ [ J;U) 7x-i} - 

N' -^^f-;U»!7l/7 (1 7 1) 

6, h + »>-4- (4-7i;7*/ + y) */'J > (5 lmg) £ 

HUx> (5ml) KjDJ»»JS¥Lfc8U V->7*~h (0. 2ml) 

*1jaz., 2B$»&iI^l;fc 0 SJE*^DD^/7t h> (1 0/1) X'M 
Bit * -> 'J 5 A * d v h 7 < - II J: 0 U &m<Dit&®}£ 3 2 

mg, JR$4 l%Ti§fc 0 

X H-NMR (CDClj, 5 0 0MHz) : SO. 8 7 (m. 3H) , 1. 
26-1. 30 (m, 10H) , 1. 53 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 0 3 (s, 3H) , 4. 0 3 (s, 3H) , 5. 0 4 (m. 1 H) , 6. 4 
4 (d, J =5. 5 Hz, 1H) , 6. 9 7 (s, 1 H) , 7. 1 0 (d, J = 
8. 6 Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J = 8. 6Hz, 
2H), 7. 55 (s, 1H), 8. 46 (d, J=4. 9Hz. 1 H) 

M#tfr€(FD-MS f m/z) :45 1 (M + ) 

saimoi 

N - (3-7;y7x-;b) -N' - {4- [ (6. l-'J* h*->-4-4 
yi);U) 7x-;U} Oi/y (17 2) 

N- {4- [(6, h*i/-4-*y'JJb) 7x_;H - 

N' - (3--hD7x-W 9 1/7 (2 8mg) £N, N - V / T)l<*)l>2*7 
i F/ftgxfjb (5ml/2. 5ml)Kjg$U 2 0%*iMfc>*5 

(9 7mg) fcjn*.. 7k*»fflaTMJwT3I^BailffLyto RJttffc&Hr? 
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H-NMR (CDC lg , 5 0 0MH2) :8A. 02 (s, 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (m, 1 H) . 6. 4 1 (d, J = 5. 5 H 2, 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) . 
7. 0 9 (d, J =8. 5 Hz. 2H) , 7. 40 (s, 1 H) . 7. 4 3 (m, 
1H) , 7. 4 7 (d, J = 8. 5Hz, 2H) , 7. 5 5 (s, 1 H) , 8. 
03 (s, 1H). 8. 44 (d, J=5. 5Hz, 1 H) 
MbMfrffi (FD-MS, m/z) : 4 3 0 (M + ) 

n»mo2 

N-7'J;l/-N' -{4- [(6, 7-v^n^y-4-^'J^) t^i/] 
7x-;U} ?U7 (1 7 3) 

6, 7-v>V h*S/-4- (4-7i ;7i; + y) *y 'J > (5 0mg) * 
N, N-?y*;M*;l,A7$ F (5ml) KigHlfcflU 7 »J rt^f 7 v/7*- r 
(0. 2ml) £Jd>L 8 0rT'l5BfrlM!(*#Lfco RlSftlCTKfciDx^ ft 

IBBILfco «ET*tt*«*L^ gat**no*;UA/7-teh> (10/1) T- 

6 1mg, JR^9 6%T'^ 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 9 0 (m, 2H) , 

4. 03 (s, 3H), 4. 03 (s, 3H) , 5. 12 (d, J = 1 0. 4H 
z, 1H) , 5. 2 3 (d, J = 17. 7 Hz, 1 H) , 5. 6 2 (s. 1H) , 

5. 88 (m. 1H) . 6. 41 (d. J=4. 9Hz. 1 H) . 7. 08 (d, 
J = 8. 5, 2H). 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz. 
2H). 7. 54 (s, 1H). 7. 75 (s. 1 H) . 8. 44 (d. J = 
5. 5Hz. 1H) 
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E*#*fli (FD-MS, m/z) :3 7 9 (M + ) 

$mmi 0 3 

N- {4- [ (6, Y*l/-A-*J >)Jl) 7x-)i} - 

N' - 7^7 (17 4) 

6, 7-v» h + i/-4- (4-7;;7x; + -» +7 'J > (5 Omg) £ 
h^x> (5ml) icftfll&fcJIPLfcflL l-t7fWy^7*-l« (0. 2m 
1) £3JD;i. 2 0^r B 1JDH!liSML^o K*£*na*;bA/7-t h > (10/1) 

4 1mg. JR*5 2%T»fco 

* H-NMR (DMSO-dg , 5 0 0MHz) : 53. 95 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1H), 7. 21 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 4 8-7. 65 (m, 7 
H) , 7. 92~8. 15 (m, 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

tttoWtL (FD-MS, m/z) :4 6 5 (M + ) 

mmm 1 o a 

N- (2-bT7x-;lO -N' - {4- [ (6, 7-v^ h*i/-4-*J 'J 
;U) 7x^jl/) 7U7 (17 5) 

6, 7-^^ h*v-4- (4-7;;7xy + y) *y"J > (5 2mg) * 
(5ml) \z1]QimMliz'&, 2 - t^x-JM' V ->7*- h (0. 2 
ml) £JpjU 3 0£fittd!!*«Lfco M*^an*;l/A/7-b h > (10/ 

^56mg, JR¥6 4%T*^ 0 
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1 H-NMR (CDC lg . 5 0 0MHz) : 6 3. 9 7 (s. 3H) , 
4. 04 (s, 3H), 6. 35 (d. J=5. 5Hz, 1H), 6. 96 (s, 
1H), 7. 40 (d. J = 9. 2Hz, 2 H) , 7. 14 — 7. 39 (m, 
11H), 7. 54 (s. 1H), 7. 89 (brs, 1 H) , 8. 08 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

Mtaflftl (FD-MS, m/z) : 4 9 1 (M + ) 

H»J10 5 

N- (4-x?-;l,7xx;U) - N' - (4 - [ (6. 7-->V 
7UJIQ OVT (18 8) 

6, 7- v> h*->-4- (4-7;/7 i ;^y) > (5 lmg) £ 

h^x> (5ml) KjDJ»*J|?lfc8U 4-xf-^7*-;U>f 7*7*- h 

(0. 2ml) £2J0;U 9 0#lffliDJ»afiftLfco KS** oasM^/7-lr h > 

(1 0/1) 1?JgHtS->y*y^7A^nvh^77-f-^J:»)afflj!U S 
&<D<t&lfoZ 4 2 m g „ JR$ 5 6 %T^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 1 8 (m, 3H) , 2. 
5 8 (m, 2H) , 3. 9 9 (s, 3H) , 4. 0 2 (s, 3 H) , 6. 3 9 

(d, J=5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H), 7. 
11 (d, J = 7. 9Hz. 2H), 7. 25 (d. J = 8. 5Hz, 2H) , 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5 Hz. 2H) , 7. 55 (s, 
1H) , 7. 6 0 (s, 1H) , 7. 8 1 (s, 1 H) . 8. 4 3 (d, J =4. 
9 Hz, 1H) 

M£*r*(FD-MS, m/z) :44 3 (M + ) 
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HWJ10 6 

N-^>yV;t,-N' - {4- [ (6, 7-i?/ Y*i>-4-*J U;l) 
•>] 7x-;l/) 5U7 (18 9) 

6, 7-->V h + 2/-4- (4-7$y7xy*«» *yj> (5 2mg) * 
(5ml) \z1m$mMltz'&, OVJ )UJ VisJZ- h (0. 2ml) 
£fln*-> 5 0£HKn*MI8ELfco ^?DD*^A/7th> (10/1) T" 

1 lmg, JR$1 5%T'^ 0 
X H-NMR (CDClg, 500 MHz) :<54. 06 (s. 3H). 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2H), 7. 5 

8 (s, 1H), 7. 65 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d. J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) . 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

Mfi#tfHI (FD-MS, m/z) :4 4 3 (M + ) 

mmi 0 7 

N-x^y^;tob-N' - {4- [(6, 7 - •>- 4 

^) *4-->3 7x~M frl/7 (19 0) 

6, 7-v^ h*«>-4- (4-7;;7x; + y) +y »J > (52mg) * 
h>^> (5ml) KUafmmitz^ 3.h*i/1iA,#-)\,4 V'>7*- h 
(0. 2ml) ^Jd^ 1 5»flttDJ!to*lrt:o Mfc^ooiM/A/^-fe h> 
(1 0/1) TS§atS'>»My;U^7A^nv -IciOfllMU £ 

S©ft£$£2 0mg N JR*2 8«T»fc, 

*H-NMR (CDC 1, , 500MHz) : 6 1. 37 (t, J=7. 3H 
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z, 3H) . 4. 1 0 (s, 3H) , 4. 1 7 (s, 3H) , 4. 3 1 (q, J 
= 7. 3Hz, 2H) , 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d, 
J = 8. 6 Hz, 2H) , 7. 6 4 (s, 1 H) , 7. 7 2 (d, J = 9. 2H 
z, 2H), 8. 12 (s, 1H), 8. 50 (d, J=6. 7Hz, 1 H) , 
1 0. 08 (s, 1H) 
K*£0ril (FD-MS, m/z) :411 (M + ) 

206011 0 8 

N- (4- [(6, 7-->7 F4->-4-4;'J^) 7 - 

N' - (2-y f-;U7*^;l) frU7 (5 6) 

6. h + i/-4- (4-7;;7x; + -» *;'J> (5 lmg) £ 

WUx> (5ml) icjDJKl»jiPLfc^ 2-yf^7i^vm-h 
( 0 . 2ml) £JD;u 1 5 ^RaAfHlfiSE I fc 0 82E£ ?od* ;l> h > 

(1 0/1) TSg81--5v"J*W*7A^D-eh^5 7^-m:i}|||j|U ^ 
W^6 1rag > JR$8 2%T*#£ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 8 2. 2 0 (s. 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 20 (m, 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d, J =8. 5 Hz, 2H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 45 (d, J=5. 5Hz, 1 H) 
Maiffit (FD-MS, m/z) :42 9 (M + ) 
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1 1 0 



N- (4- [ (6, 7-?y Y*^-4-*J »J;lQ 7x-;bj - 

N' - (3-yf;b7x-;l/) (5 5) 

6, h + ->-4- (4-7;;7x;4-» +7 <J > (5 1mg) £ 

Mbx> (5ml ) (CtJD^^L^ 3 -i f;b7x-KVy7^- h 
( 0 . 2ml) £flp;L N 1 5 ^ftUfln&jBM L fc 0 gg£ ? p n.*;b A/7-fe h > 
(1 0/1) T:mffltZ> , )ti'fJ\'iiyJ*?v-?hy77j -t&fyffigll^ % 
m®4te$BZ 4 1 m g. W.m 5 6 ^Til/Co 

1 H-NMR (CDC1 3 , 500 MHz) : 6 2. 32 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 9 3 (d, J =7. 3H z, 1 H) , 7. 1 0-7. 2 2 (m, 6 
H) , 7. 4 1 (s, 1H) , 7. 4 4-7. 4 7 (m, 3H) , 7. 5 6 (s, 
1H) , 8. 4 6 (d. J =5. 5Hz, 1 H) 

®fi##Hil (FD-MS, m/z) :4 2 9 (M + ) 

IIWJ110 

N- (2-7^ta7x-^) -N' - {4- [ (6, 7-v>V h*i/-4- 

7x~;l/} (6 0) 

6, 7-v?y h^r>- 4 - (4-7U7i; + i/)+;>J> (5 lmg) £ 
h;Ux> (5ml) \ztiam®Mltz'&^ 2-7;Wo7x-Myi/7^-h 

(o. 2mi) zmz.s lSAmijammmitzo mg*?uv*)u>/7*h> 

(1 0/1) T-Jg§§t5C/«j7!7y^7A^n^h^57>f-IC«tt)fl55!U M 
&<D<t&®£ 5 4 m g. 7 3 %T-'fffc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 1 (s, 3H) , 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 6. 97- 



WO 97/17329 



1 1 1 



PCT/JP96/03229 



7. 04 (m. 2H) , 7. 10-7. 12 (m. 3H) , 7. 42 (s. 1 H) 
, 7. 4 9 (d. J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 7. 7 3 

(s, 1H) , 8. 17 (m, 1H) , 8. 3 5 (s, 1 H) , 8. 4 8 (d, 
J = 5. 5Hz, 1H) 

Kt£tfr* (FD-MS. m/z) :4 3 3 (M + ) 

nmmi 1 1 

N- {4- [ (6, l— f Jt h*^-4-*y 7x-;l} - 

N' -^Db';l>»t/7 (1 9 4) 

6, l-'J* h + i/-4- (4-7i;7x;+-» +y>J > (5 4mg) £ 
N, N-v?yfA7*^7; K (3ml) KjftlPLfcSU 7°DfMvi/7^ 
-h (0. 2ml) *Jni. 80*CT24^r4HnJ!Mi»,Lfco EJ&ttlcfcfcjQiU 
i^i^^T2lHlJlliajL^W«l*iafD6*i*Tz!fe^Lx 4&*5?tK:H r >J "7 A 
Lfco iffTWS^U M*^DD*;bA/7-b h> (10/1) 

5 9mg, JRm8 4%T**#fc 0 

X H-NMR (CDClj, 5 0 0MHz) : 6 0. 9 3 (m, 3H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H) , 4. 0 2 (s, 3H) , 
4. 02 (s, 3H), 5. 47 (t, J-5. 5Hz, 1 H) . 6. 41 (d, 
J=4. 9Hz, 1H), 7. 08 (d, J=8. 5Hz, 2H), 7. 39 

(s, 1H), 7. 43 (d. J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 6 0 (b r s, 1H) , 8. 4 4 (d, J = 5. 5 Hz, 1 H) 

®fi#0Hi (FD-MS, m/z) :381 (M + ) 
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mmmi i 2 

N- {4- [ (6, h*->-4-4V 7x_;U} - 

N' - (4 -7 x~;ia;l*'-;l7x^;l) 7b7 (19 5) 

6, 7->M h + v/-4- (4-7;;7i7 + y) > (5 4mg) £ 

Y)l3-y (5ml) KiggU bU7txy> (5 3mg) £1ja^ 2 O^Jn 
*fti§^ Lfco £*$&K4-7$ J^y 7*7x7 > (8 5mg) £fln;U 1 B^Rgjn 

&£S±U glt£?on*;UA/7-fe h> (10/1) TJggSt 5 > U 
*7A^D7 -K«fc(3*t§!{U ^SO^^l 9mg x JR"$2 1% 

1 H-NMR (CDC1 3> 5 0 0MHz) :<54. 01 (s, 3H), 

4. 0 4 (s. 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) . 7. 1 2 (d, 
J=9. 2Hz, 2H). 7. 41 (s, 1 H) , 7. 46-7. 80 (m, 
12H), 8. 14 (s, 1H), 8. 30 (s, 1 H) , 8. 47 (d, J = 

5. 5Hz, 1H) 

M£tfHi (FD-MS, m/z) :519 (M + ) 

%%m 1 1 3 

N-'vfrj/jU-N' - {4- [(6, l-V* Y*v-A-*J 'J ;U) **vQ 
7x-;l/} 7U7 (19 6) 

6, 7-v^ h + v—4- (4-7U7x; + i/) */'J> (52mg) * 
N, N--^yf-;l/7*;bA7^ K (3ml) KifcAPlfcfiL ^yMy-/?^ 
-h (0. 2ml) «rHD^ 6 OtTl 5 NflHHUiUlff L ^ RJ&ttfc7k£iD;U 
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•VtiMltZo «ET&&£S£U 8JE*^nn*;bA/7-b h> (1 0/1) 

6 3mg, iK|84%T'it 0 
X H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 8 5 (m, 3H) , 

1. 2 5-1. 47 (m. 6H), 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s, 3H), 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9Hz, 1H) 

MftfttfHt (FD-MS, m/z) :4 2 3 (M + ) 

fl«J 1 1 4 

n- (5— -N' - {4- [ (6, h**>-4-*yj 

;U) 7x-;H frU7 (19 7) 

6, l-'Jjt h*->-4- (4-7;>/7xy + , » + / 'J > (51mg)^ 
h;Ux> (5ml) KBWU h'J7*^> (5 4mg) £flD;U 12&miJQ 
mimUz 0 fflSmiz4-7iJ4>y> (3 6mg) £fln;i> 3 6£P«gMig 

S*U j»*^Dn*;UA/7H?h> (10/1) TSH*S->U rtY;U*7 
A^n-7h^7^-|wJ;0fllS!U WHOft^tt* 1 3mg, JR$1 6%T"& 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 0 4 (m, 2H) , 

2. 82-2. 8 6 (m, 4H), 4. 01 (s, 3 H) , 4. 03 (s. 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 0 3 (m, 1 H) , 7. 08 
(d, J = 8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 

7. 40-7. 57 (m, 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
MbWfit (FD-MS, m/z) :4 5 5 (M + ) 

HJ60J115 

N- (3, 4-v>'y ^->7x^) -N' - {4- [ (6, h*is 
-A-*J 7x^} frur (1 9 8) 

3. 4-y/ h + ^7-'J> (4 2mg) £h;bx> (5ml) KjgJBU h 
»J*XY> (24mg) £Jq*.. 2 23JPataf»«flELfco KJ£«lw6. 
h + i/-4- (4-7i;7x;^y) *y U > (5 lmg) (5 2mg) £Jjn 

^ 1 8^mmm&mitz 0 mmzm^m- b u *a*»«£jd;u ^ix 

IfZo SffiTfcflteSiU gSS£?nD*/UA/7-fe h> (10/1) T-®gg 
*S *> U -h*ffrl)vM p v h 7 a fj HI!! U M©ffc£fci£ 1 5 m 

*H-NMR (CDC 1 3 , 500 MHz) : <5 3. 84 (s, 3H), 
3. 8 5 (s, 3H) , 4. 01 (s, 3H) , 4. 0 4 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1H), 6. 75-6. 80 (m, 2H) , 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 

1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) . 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

(FD-MS. m/z) :4 7 5 (M + ) 
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mmmi i 6 

N- (3, 4-xfl/>-^^y7x-^) -N' - {4- [(6, 
Y^-'y-A-^-J V^=~M (19 9) 

3, 4-xf-l/>^t^->7-'J > (8 0mg) £ h;Ux> (5ml) \zfe% 
U h y)x.^)lTi > (0. 5ml) £to;ifc&M*7^> (5 0mg) £fln 

+y 'J > (5 2mg) £flD;U 1 0 0fimti0*mMliz o KBmizfflk 

■eft* U &7kHi^ h 'J »7 at*£* L /Co «ET»«I*B* L% gg£ ? o □ 
*;UA/7-lrh> (10/1) THH*S*>U*y^*77A*D-7h^7*- 

X H-NMR (DMSO-dg , 5 0 0MHz) : 53. 94 (s, 3 H) , 

3. 9 4 (s, 3H) , 4. 1 9-4. 2 1 (m, 4 H) , 6. 4 3 (d, J = 

4. 9Hz, 1H), 6. 7 4-6. 7 8 (m, 2H), 7. 09 (s, 1 H) . 
7. 1 7 (d. J =9. 2Hz, 2H) . 7. 3 7 (s. 1H) , 7. 5 1 (s, 
1H) , 7. 5 6 (d, J =8. 5 Hz, 2 H) . 8. 4 5 (d, J =4. 9H 
z. 1H), 8. 47 (s, 1H) , 8. 69 (s, 1 H) 

M##HI (FD-MS, m/z) :4 7 3 (M + ) 

£*m 1 7 

N-y^b-N- (4- [ (6, 7-v^ h*v/-4-*y 'J;lQ 7 
x-;U} -N / - (4-^ ht->7x-;b) «7bT (2 0 0) 

(0. 2 7ml) (0. 13ml) £Jd;U 60*CT2NFlHttD 

*MI#lfco ££&£f-h5fc Kn75> (8m 1) (^H?Lfc6, 7-^y h 
*i/-4- (4-7;;7xy+y) *y »J > (3 0 3mg) Srita*.. mSJCT 
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ETmrnz^u n&ztaa*jij*/7*h> (i o/i) T-jg§rrs>"j 

*y^*7A^DThr57-f-lcJ:»)l»l!!U 6. 7-->V h*->-4- (4 
-*A;Jl/7;;7*;*i/) *J U >£3 27mg||/; e 
c©6, 7- V/ h**>-4- (4-*;!/^ ;U7 ^7x7 + -» +;ij> 
(3 1 7mg) £r t Kd77> (9m 1) fcigJSU 7K^b7^^-9A 
'^•7 A (18 1mg) £JD*.. gfifcT2BtlBHI#Lfco R*C»tC«<b7>* 

* H> (1 0/1) T?gHt3->'J*yjU*77A?o-7 h^7^ -JicfcOflSa 
U 6, H + (4->W^7iy + -» +y 'J >£2 3 

d©6. h*->-4- (4->f-i7 5 y 7xM^) *y > (4 

9mg) *h^x> (5ml) JiJn»»»Lfc^ 4-y h*i/7x-Kvi/ 
7*-h (0. 2ml) *Jn^ N 1 25raan*afifELfco ^7ddWA/ 
7-fe h> (1 0/1) TSIBt4>"J*y^7A^o-7 h^77-f-i:i»)« 
»U M©ft&$j£4 7mg. @5 l%T#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 3 8 (s, 3H) , 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s. 3 H) , 

6. 14 (br s, 1H) , 6. 5 9 (d. J =5. 5 Hz, 1 H) , 6. 8 2 
(d, J = 9. 2Hz, 2H), 7. 21 (d, J-9. 2Hz, 2H) , 

7. 29 (d, J = 9. 2Hz. 2H) . 7. 44 (d. J = 8. 6Hz, 2H) 
. 7. 4 5 (s, 1H) , 7. 5 2 (s, 1 H) , 8. 5 5 (d. J = 5. 5H 
z, 1H) 
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H«£«ftf (FD-MS. m/z) :4 5 9 (M + ) 

118 

N-yf-;U-N-7x^;l/-N / - {4- [ (6, 7-v>V h*y/-4-*7 
lW 7x^} 9 1/7 (2 0 1) 

6, 7-v>V h*->-4- (4-7;;7xy*y) +y >J > (7 2mg) £ 
h;l/x> (7ml) i:ML> hU*xy> (5 2mg) £jOd;U 3 BIMffljlftl 
SELfco RiCttlcN-^f-^T-'J > (0. 05ml) £fln*. % 1 BttlfltaiOffi 
Lfco RlSttlciftlfeK^hy^A*^**]^ i^i?xf-^-e2Is]JftaiL7t^ 

±U ^^oD*W7tb> (10/1) -pgHt5v"J*m5A 
^nvh^77^-{c«kt)flS!L> mm<Dit&®*:4 8mg. JK^4 6%T^fc 0 

1 H-NMR (CDClg, 500MHz) : 5 3. 3 7 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz. 1H), 7. 07 (d. J=9. 2Hz, 2H) 
. 7. 37~7. 53 (m. 8H) . 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

5£fi£#HI (FD-MS, m/z) :4 2 9 (M + ) 

jutmig 

N-yf-;l/-N~ (4-^ h4->7x~^) - N' -y»;b-N' - (4- 
[(6, h*->-4-*y lW 9U7 (2 0 2) 

N- (4-^ h + v/7x^) -N' - {4- [ (6, 7 -it* h + v/-4- 
+yj;b) 7x-;M 9U7 (99mg) £N, N-vV*;MwUA7 

5 K (3ml) fcjftBU h 'J 9 A (4 2mg) £Jn;U Mzgfcr2 0 
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1 1 8 

aiHHWfLfcfca^fby*^ (0. 03ml) *Jd;U EfflOTl*IM#Lfco 

at*^OD*;l/A/7*-h> (10/1) TSM*S>' , Ja$ p ;l>*5A*nvh 

1 H-NMR (CDClg, 500MHz) : 5 3. 23 (s, 3 H) , 

3. 24 (s, 3H), 3. 75 (s, 3H) , 4. 05 (s, 3H), 

4. 06 (s, 3H), 6. 27 (d. J = 5. 5Hz, 1 H) , 6. 69 (d, 
J = 8. 5 Hz, 2H) , 6. 8 1 (d, J = 9. 2 Hz. 2 H) , 6. 8 9 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2H), 7. 

42 (s, 1H), 7. 51 (s, 1H), 8. 53 (d. J=4. 9Hz, 1 
H) 

M»flHt (FD-MS, m/z) :4 7 3 (M + ) 

mmmi 2 0 m%m 

3, 4-^^D07j-;b4-^ f^'>7x-J^b> 

rfr8£o D D ©-hoy ^> (10ml) 4>s rf5fl££,©7-7-;U (1. 0 8 1 g) 
£rfi|Ri? a ©3, 4-;^ddO^;^dijK(2. 0 9 5 g) £rfflRfl©-f 
7f-;Ut*«7AaiI) MJ7;l>*n/*>*;M**- h (62 0mg) £Jd;U 

>/ftKif-^T*Sgj§t 5 -> 'J iJ 5 A * o -7- h /5 7 y 4 - «fc t) U 
£Ji<Dfl:&#l£ 2 7 0 m g^ 1 0 %T-i#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 0 (s, 3H) , 
6. 98 (d, J = 9. 2Hz, 2H) . 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2H), 7. 84 
(d. J = l. 8Hz, 1H) 

WMfiVrm (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + + 2) 

^Jfe^J 12 1 (##0D 
3, 4--^dd7i-;1/ 4-b Kp^->7x— ;u h > 
^6S0>J1 2 OTiffc3, 4-;^od7x-JI/ 4-n + y7xz;l ^ h 
> (2 3 5mg) ^dd/^> (2ml) Izf&mL *#Tl. 0M*'d> 
MIt/o^ K->^dd^>^ (7ml) Ztiaz., 2 Bfc&# L 

^17 3mg, JR^7 7%T-^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :66. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (dd, J = l. 8, 8. 6Hz, 1 H) . 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80. (d, J=7. 9Hz, 1 H) 
. 7. 85 (d, J = l. 8Hz, 1H), 10. 55 (s, 1 H) 

M£*fli (FD-MS, m/z) : 26 6 (M + ) , 2 6 8 (M + + 2) 

HM0J1 2 2 

(4- [(6, 7-^h^y-4-t;'J^) t^y] 7x^1/} (3, 4 
-^PQ7iq) > > (17 7) 

7 JHf >ati«T N 12 1 Tiltf: 3. 4-^do7x-;1- 4 - fc Kd 
+ ->7x-;U (154mg) £ 4 - 5>y *;b7 $ J h° 'J (7 7mg) 

£*i/U> (5ml) ^AtllS+a^Lfco 3NrP^4-^oD-6, 7- 
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V* Y*i/*J U > (1 2 9mg) *Jni, 2 1 NrMJDJlMi«E L A: e 

7H?h> (2/1) T»g^t5SS'> , J^y^^D^h/7 7^-(c t i;0fllS!Lx 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J-8. 5Hz, 2H), 7. 46 (s. 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d. J = 8. 5Hz, 1H), 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H), 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d. J=4. 9Hz, 1 H) 

(FD-MS, m/z) : 4 5 3 (M + ) ,4 5 5 (M + + 2) 

£Jfe0Jl2 3 (#a*W) 
4- (4-l:Ko4'>K>'/^;l/) >/■=■ h 'J 7b 
£160i|22T»fc4- h»;-n-y^;U^>-l-y f;i,7x;-^ 
(1. 282g) £rUflE!£.©4- v/7M>'/^^n 'J K (4 9 7mg) 
va*j\,& (5ml) \mmU rURfl©ex (hU7xi^7-f» 
i^A (II) *d» K (8m g) *A*U 1 l*MttiM9ttlfc. 
^&fe0J2 3 i^O^ftT-^St^lwiO^Sx-r^g^TkitKv^^ 
^^Lfc, «ETfciSS£&*ffc&ai (8 5 9mg) £xl*7kKo75 
> (2ml) izmZit, * (5ml) £6N£K*&fc (12ml) £Jo;LT 
4l«IHlrtMI«Lfco K£fi£!il£ISft8M:*- h »; -7 * dd^AT 
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X H-NMR (DMSO-dg , 5 0 0MH z) : «5 6. 9 1 (d, J = 
9. 2 Hz, 2H) , 7. 6 7 (d, J =8. 5 Hz, 2H) , 7. 8 0 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2H), 10. 57 
(s, 1H) 

M#flrfc (FD-MS. m/z) :2 2 3 (M + ) 
S8B0!I12 4 

4- {4- [ (6, 7 -'J/ Y*i/-4-*J OVJM < 

>»/.=. Md, ((17 8) 

7;H/>««fR Uttflll 2 3T»fc4- (4-tKa*^>^;i/) Ky 
V-h»J;l/ (2 3 0mg) £ 4 - f-Jl/7 ^ J f >J v> (13 8mg) 
U> (5mi)^A*lia(HI»Uo 1M4-?dd-6, 
+ (2 3 0mg) £fln;U 2 0 B^HBDJIftai* L ^ £&S£#f£fiSfn 

£8*31^ h 'J * ATkig&i * n o*;l/AT*:ftiigL * n n*;l/AJI£&7j<5&8 

»i^an*;UA/pKxf-;U (5/1) •egHWSWav' ] ) fifM n 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3H) , 
4. 06 (s, 3H), 6. 68 (d, J = 5. 5 Hz, 1 H) , 7. 29 (d, 
J=8. 5Hz, 2H), 7. 45 (s, 1H), 7. 46 (s, 1 H) , 
7. 82 (d, J = 7. 9Hz, 2H) , 7. 90 (d. J=8. 6Hz, 2H) 
. 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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Mftfttfrfil (F D— MS, m/z) : 4 1 0 (M + ) 

ffiRS©- b d i 9 > (1 0ml) 4\ miSo D p07-V-;U (1. 0 8 1 g) 
m®M&2-t*)\,<^M)\,>?uV K (1. 5 4 6 g) &ffiC£«H ? t;i 
t'-7A(IH) h'j7;^Dy^>x;U^T>-h (6 2 0mg) £Jn*, 6 Otic 

t 7 t fee si6fi£4&*isttm 2 o tmmii&T'tmu snofc 

£4»*1. 6 7 9 gs JR*7 4%T»fc 0 
MS##r*I (FD-MS, m/z) :22 6 (M + ) 

^J£0U2 6 (#%PJ) 

6 6 0 g) *^oat4i (1 0ml) fc»£U *&T1. OMtfu^Mjy 
D5 K-^DD^>igjfc (2 9ml) fcfcU Ztttttglfc. lBfcif#& 
»wl. 0M*'n>f>il7a S K-J?^dd^>»» (15ml) £Jd>U £ 
**2ftWL*:ftKraM*jgtm 2 1 iHUDjitPliU Sii©>fb 
5 01g. JRj£9 6%T*#*:o 
1 H-NMR (CDC 1 3 , 5 0 0MHz) .62. 3 0 (s, 3H), 

6. 87 (d, J=8. 5Hz, 2H). 7. 22-7. 29 (m, 3 H) , 

7. 3 7 (t d, J = l. 2. 7. 3 Hz, 1 H) , 7. 7 3 (d, J =8. 5 
Hz, 2H) 

Kft&tlfli (FD-MS. m/z) : 2 1 2 (M + ) 
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HWJ1 2 7 

(4- [ (6, h*->-4-*y 'JjIQ 7x-;b) (2-^ 

^7xr;b) y^y > (18 0) 

7;Hf>a*^ H»Wl2 6T-?|fc4-kKD*«>7i-^ 2-y^7 
^h>(l. 3 3 4 g) t4- ; J/^-JU7i J b*'J (84 5mg) 
£*2/l/> (1 5ml) ^A*lMfi4*#Lfco 1B#P h ^4-^dd-6, 7 
- h + i/+y U > (1. 4 0 6 g) £](JD;1> 2 3l*raHDf!!ffl«ELfco 

-KckOflS^ Ml^*U->/7* h> (2/1) TSBS-t5»Ji^U*y;l, 
^ovh^7-f-{iJ:t)S!J!!U £H©ffc£«J*l. 2 5 8 g. JR^5 0%T* 

1 H-NMR (CDClg , 5 0 0MHz) : 2. 37 (s, 3 H) , 
4. 02 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d. J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1H), 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 

Mfiftflfll (FD-MS, m/z) : 39 9 (M + ) 
HJ60H2 8 

{3- [(6, 1- ! J* Y*v-4-*; 'JJlQ z>*-)i* 
*Jy (181) 

4-*oo-6, h + v'+y •;>(!! 2mg) imiSS,® 3 - 1 K 
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o+i"<>y7xy> (2 9 7mg) £«£U 1 7 OtJ+l O^HHt^Lfcgt, 
RJ&»^«:'v*i>->/7fch> (2/1) •CSH*S»*S/'J;!7Y;l^oTh 
7 4 -lc <fc <0 U 1 2 6 m g . JR$ 6 5 %T1§£ 0 

1 H-NMR (CDClg, 9 0Mz) : 5 4. 0 4 (s, 3H), 4. 0 5 
(s, 3H), 6. 5 3 (d, J=5. 3Hz, 1H), 7. 34-7. 88 
(m, 1 1H) , 8. 53 (d. J = 5. 3Hz, 1 H) 
M£*r«(FD-MS. m/z) :3 85 (M + ) 

^»J12 9 (#%0tJ) 
2-7o^QU 4-bKo^>'7x^ yh> 

^16012 2T^4- h 'J - n - T'f-^f- > - 1 - y ^^yf^7i/-;P 
(1. 28 2g) £rfflRS«D2-7 0'OU*ny K (3 9 2m g) ^^ddW 
A (5ml) fcjgHU rfJlg^OtX (h ')7x-;^77-f » 
(II) ^DiJ K (8mg) £A*U 1 lBSHil^L^o R^«^ft*3teS6«2 3 

L/^o «ET*j»fi±»^fcKii (6 6 2mg) ^fh7kKo77> (2ml) 
Ki£$£-tK 7K ( 5 m 1 ) t 6 N£it7k$ft (12ml) £fla*.T 3 $|g]j!nftfi 
«tLfc 0 SJ6fi^ft*IHfeflll 2-3 i»MT'tolU ^S©fl:£%£2 1 
8mg, iR^3 9%T'f#fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 8 6. 7 6 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) . 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d. J=8. 5Hz, 2 H) 
. 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

M£*rtt(FD-MS, m/z) : 188 (M + ) 
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I960U3O 

2-7p^;U- {4- [ (6, h*->-4-*y ') Jl) 7x 

y^y > (18 2) 

7^=r>a»rR HtfiMl 2 9T'itfc2-7n>nu 4-tKo*->7xiA 
^ h> (2 0 5mg) i4-yyf;l'7i; f'J (1 4 6mg) 
> (5ml) ^AftffltHlftLfco H$EI&4-*dd-6, 7-^V 

'J > (2 4 4mg) £tu^ 2 0 ^HIJo«a«E L fc e Kfcfi^ttfclSfnft 

^DD*^/Kixf;b (5/1) •CSHt*?ilS/»;*y;U^DTh^ 
7 74-fc£t>f||(!U 9 2mg, JR*4756T»fc 0 

* H-NMR (CDClg, 500 MHz) : 5 4. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 63 (dd, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
. 7. 3 2 (d, J = 3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 

(s, 1H), 7. 73 (d, J = l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H). 8. 58 (d, J=5. 5Hz. 1 H) 

MibftfHI (FD-MS, m/z) :3 7 5 (M + ) 

HWJ 1 3 1 (#%0|) 

^BRfi&O-hDy ^> (5ml) mjES©7-v-;b (5 4 1mg) 
BSn D B 0 3-yf-;l/K>7-r;U^D)J K (7 7 3mg) £ m&iSOXrt > v?? A 
(III) h I) 7JU*ny h (49mg) £JD;U 6 O'ClCTllftil 
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5mg N JR^5 6%Ti§rt: 0 
M£tfrtt (FD-MS, m/z) :22 6 (M + ) 

mmmi 32 (#%#j) 

4-h Kp*->7x-;U 3-J3-)17j.-)1 >rY> 

3 ir-?#fc4-y b*i/y*-Jl 
(6 0 3mg) ^aa>^ (3m l) KfgfllU *#T1. 0Mt'a> h 
•j7*oS K-$**ony (11ml) £fln;u M&fJtftLtfio 2 2Nr 

TORlC«£tt£2gfc0|l 2 1 tmmot&TrtmL mmoit&VQZ 3 1 6m 
g> JR*5 6HTfcfc 0 
*H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 3 8 (s, 3H), 

6. 89 (d. J=8. 6Hz, 2H), 7. 3 7-7. 4 7 (m. 4H), 

7. 65 (d. J=8. 6Hz, 2H), 10. 42 (s, 1 H) 

(FD-MS. m/z) :212 (M + ) 

UttWl 3 3 

{4- [(6, 7-S?y h*^-4-4V U;U) 7x-;l/} (3-> 

f-;U7x~;u) (18 3) 

7;b^>ft»Tx Sdt«13 2T»fe4-bKo+i/7xi^ 3->^;U7 
VH> (3 0 7mg) 4 4-'^yf-;U7$y e«;^> (19 4mg) £ 
(5ml) ^AtiSfi^llffLfco lB#HHfc4-*na-6. 7-S> 
* h*i/*y U > (3 2 4mg) fcfln*.. 2 3 ftHAtiMtStt L £<> KJtM&tot 
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mmm 1 2 2 t nm^mx-m. u mm>\\&m* 262m gN jR$45%-e 

1 H-NMR (CDClg, 5 0 0MHz) :d>2. 44 (s, 3H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t. J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1H), 7. 64 (s. 
1H), 7. 93 (d, J = 8. 6Hz, 2H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

®§£*J?<I (FD-MS, m/z) :3 9 9 (M + ) 

H»WI1'3 4 <3*ffl) 
4-t Kp^->7 .x^b 4 -- ho7x-;l/ »h> 
^«J2 2 Ismtz 4 — h 'J — n 1 - y h*->y * y -;U 
(1. 282g) imiRS©4--hnK>y>f;b^DiJ K (5 5 7mg) 
dd*;|/A (5ml) fcgfl?U lffi&<D\?z (MJ7x-;l/*X7-r » ^5 
(ID *o"J K (8 m g) £A*U 2 3t*ma1*MMLiZo Kfcm&®£ 

*^T'mitz 0 MFrmmmmm d. 0 4 7g) trh7kKD7 

5>(4ml) fcfcJBfc-tK tK (5ml) i 6 N4tBl7Ki»tt (1 5ml) fcjn* 

TinfeiD^ig^t^o sjtas&tt&xttm 2 3 tm&<DijmT*w£u mm® 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 9 2 (d, J = 

8. 6Hz, 2H) , 7. 69 (d, J = 8. 6Hz, 2H) . 7. 8 9 (d. 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2H), 10. 62 
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(s, 1H) 

M3Mfrtt (FD-MS, m/z) :2 4 3 (M + ) 

mfomi 3 5 

{4- [(6, 7-vV N*->-4-*y »J;U) 7x-^} (4-- 

ho7x_;i/) (184) 

x^;U >rh> (3 7 0mg) £ 4 - y> ^;U7 ; 7 f«J •>'> (2 0 4mg) £ 
+ ->l/> (5ml) 4^AftM&*ig#l£ 0 1 $R9&4 -7 d d - 6, 7-? 
* h + i/+y U > (3 4 Omg) *Jd*, 2 3B#Htoi*«lLfc, BUttiAGto* 

wmi 3 0 tmrn^mn-mmu a«®^«B«-2 3 8mg x jr*3 6«t 

*H-NMR (CDClg, 5 0 0MHz) :<54. 03 (s, 3H), 

4. 0 7 (s, 3H) , 6. 6 9 (d, J = 4. 9 Hz, 1 H) , 7. 2 9 (d, 

J =8. 5 Hz, 2H) . 7. 4 4 (s, 1H) , 7. 4 7 (s. 1 H) , 

7. 93 (d, J=9. 2Hz, 2H) , 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2H) , 8. 60 (d, J = 5. 5Hz, 1 
H) 

K££#HI (FD-MS, m/z) :4 3 0 (M + ) 

^Jfeflll 3 6 (#%0|) 
4-fc Kn**>7x-;b 3, !/>^->7x-^ frh> 

^WJ2 2T"^4- h 'J-n-7*f-^>- 1-y f;l 7 x; 
(1. 28 2g) irfJ|RaotXD-n^;l/^D 'J K (6 6 4mg) ^dd* 
(5ml) ic&APU rUIgg,©^ (h'j7i-;^7-f » 



WO 97/17329 



129 



PCT/JP96/03229 



(II) ?n U K (8mg) £A*i> 1 ftJp|hiB«E L fc 0 KfSS&£&£fl«J2 3 

Ifco «ET«flES4«f|^3B|g (1. 0 3 0g) £xh?t Kd77> 
(2ml) tiigft?;*-^ tK (5ml) £6NifflfcJcigtt (12ml) £Jn*_T 
1 0. 5^n2DMSttLA:o KJ&fl&tt££ffcft 1 2 3 £ ^©7j£r&3 U 
mm<D{t&til£2 1 2mgs iR$2 9%T''&tZo 

X H-NMR (DMSO-dg, 5 0 0MHz) : 66. 15 (s, 2H) , 
6. 88 (d, J=8. 6Hz, 2H) , 7. 04 (d, J = 7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (d d, J = l. 8, 7. 
9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2H). 10. 34 (s, 1 
H) 

ftibftfrffi (FD-MS, m/z) :24 2 (M + ) 
^JfeWI 13 7 

(4- [(6, 7-^y h*->-4-*yj;U) **S/] 7x-;H (3, 4 
- J< ?• U 7 a -;!/) (185) 

7^>»«T, Htt«136T?»fc4-t Ko*i/7xiA 3, 4-y^ 
U>5?**->7x-;U ^h>(2 0 2mg) <!: 4 - v y f-;U7 S J f U ? > 
(112mg) (2ml) *^AtiMS*{l^L^ 0 l*Hf*4-* 

dd-6, 7-v>> h***y>J> (I8 7mg) *flD;U 2 0 NrffiHxSlfUS^ L 
fco £&Zg&$l£!IJfe0iJl 2 4 iPl^OTjSTtoSLs Mm®{t&®}£ 13 5m 
gx ©$3 8%T*§*: 0 

1 H-NMR (C D C 1 g , 5 0 0MHz) : 5 4. 0 4 (s, 3H) , 
4. 06 (s, 3H), 6. 09 (s, 2H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d. J = 7. 9Hz, 1H), 7. 26 (d, J = 8. 5H 
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z, 2H), 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J = 8. 5Hz, 2.H) , 8. 57 (d, J=4. 9Hz, 1 H) 
HS##HI (FD-MS, m/z) :42 9 (M + ) 

mmm 1 3 8 (#%w 

3- HJ7;M-py^;U7x— ;U 4-y h»y7x_;l/ 
miSn n D ©^hDy^> (10ml) mBSa°o©T-v-;u (l. 0 8 1 g) 
irfrlSiS© 3 - (h »j7;M-ny K>W;U? □ >J K (2. 0 8 6 g) t 
rUHSiSO-f 'yx^fcr^A (HI) h ij7^py *>7JU**- h (6 2 0mg) 
6 O^KTlBfeatfLfco SJt^^H^Jl 2 0 iI§I«©^T*!l 
SU SS©ft;&#!£ 7 1 9 m g, JR^2 6 %TH/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 91 (s. 3H) , 

6. 99 (d, J = 9. 2Hz, 2H) , 7. 60-7. 64 (m, 1 H) , 

7. 80-7. 83 (m, 1 H) , 7. 8 2 (d, J=8. 5Hz, 2 H) , 
7. 9 3-7. 94 (m, 1 H) , 8. 0 1 (s, 1 H) 

fl*#t>T<I (FD-MS, m/z) :2 8 0 (M + ) 



H»J13 9 

^Jfe#]l 3 8T*?|^3- h 'J7;I/*Dyf-;U7x~;U 4-^ h + ^>7x-;u 
(65 7mg) £N, N- ?)l*Jl,A7 i K (35ml) ICfgjgU 
*MJ7A*:*y h + v/K (411ml) fcj&D*.. 7 y^MT 7 n^im& 

foitio mm.&mtnfamz 3 ii^to^&^gu 4 5 4 

mg x Jfc$7 3%T'#fc 0 
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H-NMR (CDC 1 g , 5 0 0MHz) :65. 8 5 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2H) , 7. 83 (d. J=7. 3Hz, 1 
H) , 7. 9 3 (d, J =7. 3 Hz, 1 H) , 8. 0 1 (s, 1 H) 

Hife#J14 0 

(3- h 'J7;M-d> ^;U7x-Jl/) {4- [(6, h^->-4-4 
J U ;iQ 7 x-;U} / ^ y > ( l 8 6) 

7^:/>ai*7 % HifeMl 3 9Tl#^3-h';7^nyf-;l,7x^b 4- 
tKD + ->7x-;l/ y h> (4 3 2mg) i4-^Do-6, 7-i?y^>> 
U > (3 6 3mg) £v>xf-b>?*ij □-;by7 f-;Ux— (10ml) 

x$m%^ 1 6 o w 1 1 NrBaMaaEL^ K^m^m^mmskimi- h 

»J 7 AtK^ i ? n □ * T'fim&^ 9 n a * ;U A g£4&7Miift&-7 ^->-)A 

^ (5/1) TS88t«JiJi'>'J*y^^o7h^7 7^-JcJ:t)|W!!U 
2 0 4 m g . iR$2 8 %T1#^ 0 

1 H-NMR (CDC lg , 5 0 0MHz) : <5 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6, 69 (d. J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz. 2H), 7. 47 (s, 2H) , 7. 66 (t. J = 7. 9H 
z, 1H), 7. 87 (d. J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2 Hz, 2H) . 8. 0 0 (d, J =7. 9 Hz. 1 H) , 8. 0 8 (s, 1 H) 
, 8. 60 (d, J=4. 9Hz, 1 H) 

®fi##Hi (FD-MS, m/z) :4 5 3 (M + ) 
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^Jfe#Jl4 1 

r|jJRS©-hoy*> (5ml) ^ miKi?D©7-V-;U (0. 5ml) irfT 
fiffiO^n^M^rt^tf-^ny K (0. 63ml) irfJI&SO-r 
t^A(III) h'j7;l/^D^^>x;bt^-h (2 8 8mg) £Jd;u 6 0°CK 

f£4& L &ET&J&®£ L-0#fc&&£ * o o * Jl U tWffit -5 > 'J *7 W 
h^77>f -lc«kf3*f!S!U ^©{fc£$l£5 1 7mg, JK$5 1%X'% 

tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :61. 21-1. 88 (m, 
10H) , 3. 19-3. 25 (m, 1 H) , 3. 8 7 (s, 3 H) , 6. 93 
(d, J = 9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2H) 
(FAB-MS, m/z) : 2 1 9 (M + +l) 

HWJ14 2 (#%M) 
4 -S/? a^i/JlijJl^—jl- l-t Yu^-j/Ky^y 

(5 17mg) £N, N-^*;U*;UA7S K (2 0ml) JcJ&flU * h 'J 
h*->K (5 3 8mg) £Jo;i N 7;U=r>a«Tl«HHftlfl!ai«ELyi:o 

4 8 7mg x C¥9 396Tfcfco 
X H-NMR (CDC l„ . 5 0 0MHz) : 5 1. 2 3-1. 88 (m, 
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1 OH) , 3. 19-3. 2 5 (m, 1 H) , 6. 0 6 (b r s, 1 H) , 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
%&#VTfe (FD-MS, m/z) :2 04 (M + ) 

H«6^J14 3 

4-->?p^->;Ufr;U#~;U-l- [(6, 7 -vi h*v-4-*yj;U) 
<>-tf> (1 8 7) 

Kn^i/^>Hr"> (2 7 3mg) t4-?na-S, 7 - v>"> 'J > 

(lOOmg) ^^xf-L/>^i;=j-;U>!y^;Ux-T;b (0. 2ml) 

* H-NMR (CDCl 3 , 5 0 0MHz) : <5 1. 2 1-1. 9 3 (m, 
10H), 3. 24~3. 29 (m, 1 H) , 4. 03 (s, 3H), 4. 06 

(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d. J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) . 7. 47 (s, 1 H) , 8. 05 

(d, J=8. 5Hz, 2H), 8. 55 (d, J = 5. 5Hz, 1 H) 

®fi£#fll (FD-MS, m/z) :39 2 (M + +l) 

SQ8IW14 4 (#%0J) 

mBsao-ho (i om i ) 4n N m©ffi©7-v-^ ci. o 8 1 g) 
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<hrt5B£ D n n© 2 - ( h U yjlta^f-jl) OVJjW d 'J K (2. 0 8 6 g) t 
TfJBSSiO^ ^x^b'^Adll) h 'j7Jl/tD^>7^^- h (6 2 0mg) 

33U ^jg©ft:&$l£l. 4 0 2 iR^5 0%T-g/:o 

X H-NMR (CDC1 3> 500 MHz) : <5 3. 8 8 (s, 3H), 
6. 93 (d, J = 9. 2Hz. 2H) , 7. 3 7-7. 3 9 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2H) , 7. 7 5 (d, J =9. 2 Hz, 2H) , 7. 7 
3-7. 7 8 (m, 1H) 

Mfi##HI (FD-MS, m/z) : 2 8 0 (M + ) 

^JfeWl 4 5 

Hifeflll 4 4T*#fc2- h 'J7^o^f;l,7x-^ 4-^ h + i/7i-;l/ 
(1. 4 0 2g) £N, N-i?yfM^A7; K (1 5ml) icflBKU 
*M«7A^*;< h + i/K (8 7 7mg) £J0;U 7;b3*>m«ET4NFrajDi! 1 ji 
ML^o SES^^Hife^J3 3i|Hlfil©^t?A[iaL. &m(D4t&®£ 
1. 0 5 0 g N «$7 9?f;-elfco 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 5. 8 8 (s, 1 H) , 

6. 8 7 (d, J = 8. 5 Hz. 2 H) . 7. 3 7-7. 3 8 (m, 1 H) , 

7. 58-7. 6 3 (m, 2 H) . 7. 71 (d, J=9. 2Hz. 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

Kfi5}#Ht (FD-MS, m/z) : 2 6 6 (M + ) 
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HJfefll 4 6 

(2- hl)7;M-o^;U7x-;l/) {4- [ (6, 7-yy h4->-4-t 
J 7x-M y (3 5) 

7;Hf>«ao\ HJfe^l4 5T'llfc2-h';7;U^Dy^;U7x-;U 4- 
t Ko + ->7i_^ >7"h> (9 5 9mg) <h 4 - f-^T ^ J t° 'J > (4 
8 4mg) £*->l/> (7ml) ^AftMS^ffi # L fc 0 HSR^-^nn 
-6, 7-2?* h*->*7 U> (8 0 5mg) fcflD*.. lJfcftMftSSElfco EE 

*H-NMR (CDClg, 5 0 0MHz) :<54. 01 (s, 3H), 

4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 

J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (ra, 1 

H) , 7. 45 (s, 1H) , 7. 6 2-7. 6 8 (m, 2 H) , 7. 8 0- 

7. 8 1 (m, 1H) , 7. 8 7 (d, J = 8. 6 Hz, 2 H) , 8. 5 8 (d, 
J = 5. 5Hz, 1H) 

(FD-MS. m/z) :4 5 3 (M + ) 

^5fe0Jl4 7 (#%W 
4 -n-7>;l7x_;l 4-> f4->7x^l/ h > 
TfrI5.S0-hny (1 Om 1) * x mKS.©7-V-;U (1. 0 8 1 g) 
imiS n D D©4- (n-7*;U) <>-AOU*dU K (1. 96 7 g) £mjRS<D 
^yx;l/k*9A(III) h'j7^oy^>7.;!/*^- h (62 0mg) £fln;U 

6 0 < C£T6B&IHtI#Lfco RJES^ISl«»Wl 2 OiHSIo^TfiaaU 
%BCDlt&yiZ 863mg, JR^32 %Tr*#fc 0 
1 H-NMR (CDC1 3 , 500MHz) : 6 0. 95 (t, J = 7. 3 H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) . 1. 64 (q 
uint, J = 7. 3Hz, 2H), 2. 69 (t, J=7. 3Hz, 2H), 
3. 89 (s, 3H), 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J = 8. 6 Hz. 2H), 7. 6 9 (d, J =8. 6 Hz, 2 H) , 7. 8 2 
(d, J=9. 2Hz, 2H) 
MJMJfll (FD-MS. m/z) :2 6 8 (M + ) 

HMH4 8 (#%0J) 
4 -n-yi L ;l/7x-;l/ 4 - 1 Kn*>7 x — ;b y h> 
fl»Jl 4 7-ef#fc4-n-7>>l/7x.=.A< 4 h**>7x-;l/ >y h > 
(8 6 3mg) £N, N — i/j 'f-JlfrJlAT i K (50ml) ± Y II 

7A^*y h + ->K (5 6 3mg) SrJjQ*.. 7^=3*>M^T7^tin«^SmLfco 
£J&l&tt&£JlftI3 3 tmk<Dl5&eimU nmoitSMZl 8 7m g> JR 
^9 6%T'lifco 

1 H-NMR (CDClg, 500 MHz) : 5 0. 95 (t, J=7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H). 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J = 7. 9Hz. 
2H) , 6. 3 5 (s, 1H) , 6. 9 2 (d, J =8. 5, 2H) , 7. 2 8 

(d, J=7. 9Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 
7. 7 7 (d, J =8. 5Hz, 2 H) 

KM&Vm (FD-MS, m/z) :2 54 (M + ) 
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H»J14 9 

(4-n-7>;l7x-;U) {4- [(6, 7-v?y Y*v-A-*J 
7*-)i,} if j > (4 Q) 

TA^aittT* H»J1 4 8*Cf*fc4-n-:r*-;U7*-;l, 4-t Kn* 
•>7i-;U ^rh> (7 2 7mg) <i:4-^DD-6, 7-y/h + y*;'J> 
(6 3 9mg) £->x^l/>^y □-^y^Ux-x^ (10ml) \z.ffl&% 

*x 1 8 ot*i o^mmwtUA:. ^caM^m^K^ h u 

i ? n o*;UAT£HSU ? n o*;UAS£&*fltK^* v"7 A TIE* Lfc 0 

>TSH*S i/ U ij?)\,>? 07hJ'77^ - jwJ; 0*f$S{U $S®fc&ft&4 0 
Omg. IR^ 3 2%THfco 

1 H-NMR (CDClg , 5 0 0MH2) : 50. 95 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3. 7. 3 Hz, 2H) , 1. 62 
~1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2H), 4. 04 

(s, 3H), 4. 07 (s, 3H). 6. 65 (d. J=4. 9Hz, 1 H) , 
7. 26 (d. J=8. 5Hz, 2H), 7. 31 (d. J = 7. 9Hz, 2H) 
. 7. 46 (s, 1H). 7. 49 (s, 1H), 7. 76 (d, J = 7. 9H 
z. 2H) , 7. 9 2 (d. J =8. 5 Hz, 2 H) , 8. 5 8 (d. J = 
5. 5Hz, 1H) 

M£*Ni (FD-MS, m/z) :44 0 (M + -l) 
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1 5 o (*m&0d 

mBRn a D©-hny ^> (5ml) <k miRS07-7-^ (54 lmg) iffy 
B5d°d©3-7;^d<>W;1'^d'J K (7 9 3mg) £mi£o Q a©Xrt > v>7A 
(III) M7;M-oy*>x;U**-h (49mg) fcio*., 60t(CT3BF.3 

mm* >j d-7 h /5 7 -i; i ^nsn u mmaxtrnt: 5 8 5m 

g> iRI5 1^fc 0 
MfitftfrM (FAB-MS, m/z) :23 1 (M + +l) 

HJ60J1 5 1 (#%M) 

4 -b Ko*v/7x-;l/ 3-7J^Q7x-;l> » h > 
^WJl 5 0Tlfc3-7^D7x^ 4 h + i/7i-;U y h > 
(5 8 0mg) ^x^dp^> (5ml) d&JgU *#Tl. 0M*n>h 
•J7*d$ K-y^DD^>M (2 3ml) fctn*., M&*3l!fe1£#L*o 5 
foW.£®!%nmmi 2 l £l^$0£&T*&JIU £g©ft&#l£4 0 2mg. IK 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 6. 91 (d, J = 
8. 5 Hz, 2H) . 7. 4 4-7. 4 9 (m. 3H) , 7. 5 7-7. 6 1 
(m. 1H), 7. 68 (d, J=8. 5Hz, 2H), 10. 51 (brs, 
1H) 

5Cfi##rH (FAB-MS, m/z) :217 (M + +l) 
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HJfeflll5 2 

U-[(6, 7-y7h^'>-4-^'Ji) t^y] 7xz;b} (3-7 
^Q7x^) y $ J > (17 6) 

7;Hf>fiBTF, H»«15 1T»fc4-t Kp + ->7*^ 3-7;M-d 
7x-Jb >rh> (3 7 3mg) 1 4 - i/V f-;U7 ^ J t°U •>'> (2 3 2mg) 
£*->U> (5ml) ^AtiSflittW^Lfeo 3«4-?dd-6, 7- 
V* 'J > (3 8 6mg) £flD;i> 2 15KM*il«Lfco SlCa^tt 

«kD **«!&> »;:*Do*;l,A/iHRx*;i, (5/1) -eSBBtSJWiS/ 'J *>f 
Jl>? n-? Y j -izXQft&i^ Mo<b^tt*4 8 4mg % JR*7 OK? 

*H-NMR (CDClg, 5 0 0MHz) : 54. 04 (s, 3H) , 

4. 07 (s, 3H), 6. 67 (d, J = 4. 9Hz, 1 H) , 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m. 1 H) , 7. 46 (s, 

1H) , 7. 4 7 (s, 1H) , 7. 4 8-7. 5 3 (m, 2H) , 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6H2, 2H) , 8. 59 (d, 
J = 5. 5Hz, 1H) 
©fi#tfH£ (FD-MS, m/z) : 4 0 3 (M + ) 

wm 15 3 

N- {4- [ (6, 7-v>V H^>-4-*t^/'J-;tQ 7^_;U 
-N' - (2-y h*»>7x-;l,) 7U7 (113) 
6. 7-*y h*i/-4- (4-7;>7z; + y) +^-7'J> (lOOmg) 
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£hJl/X> (10ml) izUammmifz^ 2-^ h + v/7x-JKVy7t- 
h (0. 3 6ml) £Jn;U 4 0 ftfitfXlMiSLM L tz 0 mtWlk&i, g&£*o 
a*jlA/J ?y-;l (10 0/1) » V> (5/1) 

x-mmt * v 'j # >f)ii] 7 a ? o -7 v 7 < - \z * 0 mm u SH©ft£8i£ 

1 1 2mg N JK^7 5%T~mtZo 

X H-NMR (DMSO-dg, 500MHz) : 8 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 90 (t, J = 7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z. 1H), 7. 2 3 (d, J=9. 2Hz. 2H), 7. 39 (s, 1 H) , 
7. 5 5 (d, J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) , 8. 1 5 (d, 
J = 7. 9Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) , 
9. 44 (s, 1H) 

KS£#HI (FD-MS, m/z) :4 4 6 (M + ) 

H&feflll 5 4 

N- {4- [ (6, h^i/-4-^^-V'J-;U) 7x-;U} 

~N' ~ (3-> h*->7x.=Jt0 »U7 (1 1 4) 

6, 7->?y h + ->-4- (4-7;;7x; + i/) **VU> (lOOmg) 
£>;l,x> (10ml) fcM&i§A¥Lrt:SL 3-> h*->7x-;U-f 7->7^— 
h (0. 3 6ml) £Jn;i> 4 05JPJBnJIWl*Lfco *»E*S*fiL SEfc* o 
o*;l/A/y (1 0 0/1) > #:^-e?oo*;UA/7-b h> (5/1) 

3 lmg, iR^2 lHTflfco 

1 H-NMR (DMSO-dg , 500MHz) : 6 3. 74 (s. 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 56 (d. J = 7. 9Hz. 
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1H), 6. 96 (d, J = 7. 9Hz, 1 H) . 7. 15-7. 25 (m. 
4H) , 7. 3 8 (s, 1H) , 7. 5 3-7.60 (m, 3 H) . 8. 55 
(s, 1H) , 8. 76 (s, 1H) , 8. 81 (s, 1 H) 
«t£*rtt (FD-MS, m/z) :4 4 6 (M + ) 

HJS0U5 5 

N- {4- [ (6, b*is-4-*j-*/>)-)V) 7x_;M 

-N / - (4-^ h^i/7x->iU) (9 9) 

6. h*->-4- (4-7;;7x;*-» 4-^7 'J > (81mg) 

£h;l,x> (5ml) fcftflM&JBLfcSL 4-/ h + y7x^Kv->7t-h 

(o. 2 9mi) ^jd^. n 4 oaratoa&aaEifco tfr&L u ^ 

i>T?ft*L3aiOfl;^*t6 Om JR$4 9%T^ 0 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 3. 7 9 (s, 3H) , 
4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 (s, 1 H) , 
6. 64 (s. 1H), 6. 91 (d, J = 9. 2Hz, 2H), 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 27 (d, J = 8. 6Hz, 2 H) . 7. 32 

(s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 

Jttatfrtt (FAB-MS. m/z) :447 (M + + l) 

£860115 6 

N- <4 - [ (6, h*i/-4-*i-VV-)l) 7x_;M 

-N / - (2-7Jl/^-D7x~;l/) 7U7 (116) 

6, 7-v?y h*->-4- (4-7^7xy + i/) **7U> (lOOmg) 
£h;bx> (10ml) lcj&nitf§#tfc& N 2-7;^n7xiHv->7t- 



WO 97/17329 



14 2 



PCT/JP96/03229 



h (o. 3 0mi) ^m*.. 4 0&vmmmitz 9 mitzmw^mmu b 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 63. 9 8 (s, 3 H) , 
3. 99 (s. 3H), 7. 00-7. 04 (m, 1 H) , 7. 13-7. 17 
(m, 1H).. 7. 2 3-7. 2 7 (m, 3H) , 7. 3 9 (s, 1 H) , 
7. 54-7. 5 7 (m. 3H), 8. 10-8. 20 (m, 1 H) , 8. 55 
(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

MbWrfl (FD-MS, m/z) :434 (M + ) 

HJfe0J15 7 

N- {4- [ (6, l-itt h*'>-4-*^yj-;l0 7x-jM 
-N' -n-7*JlQl/7 (2 2 0) 

6, 7-SM h*->-4- (4-7;;7*;*i/) *^l/«;> (1 OOmg) 
£h;bx> (10ml) KtOflMgJBLfcSU n -T^M" 7 ->7*— h 
(0. 29ml) ZUq^ 4 0^BHn«««Lfco &&£SifcSU SM^no 
*;UA/7*h> (5/1) T'Jgggi-^>U?!7y;U^7A^a-7h^5 7^-lC 
*0»«U mm^t^H^l 5mg N JR$5 6%T'^ 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) :50. 90 (t, J = 

7. 3Hz, 3H) , 1. 28-1. 4 6 (m, 4H) , 3. 0 9 (q, J = 
6. 7 Hz, 2H) , 3. 9 7 (s, 3H) . 3. 9 9 (s, 3H) , 6. 2 3 
Cbrs, 1H) , 7. 14 (d, J =9. 2 Hz. 2H) , 7. 3 7 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 

8. 53 (s, 1H) , 8. 58 (b r s, 1 H) 
K*£tfflg (FD-MS, m/z) : 3 96 (M + ) 
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mmmi 5 8 

N- {4- [ (6, 7-?y h*->-4 -*J U iV) 7x_;l/) - 

(4 - t e r t-m7x^;l/) *;MMr»5 K (2 1 3) 
6, 7-^^ h + (4-7;;7x;*«» +y »J> (5 4mg) i 

rtfRS©4- t e r t - ;U3cJtSIt (1 0 2mg) £N. N-v^^;U*;U 
A7; K (3ml) KfclBLfcfiU 1 -xf-;U- 3 - (3' -*J**)\,7 \ J ? 
u f;U) fjjl^M i K&ttg (1 0 6mg) £Jd;U mSlwT6KfP a 1fc#l/: 
1 £H8©*ftliJ:oT«ll[U 8«©ft&tt*2 9mg, JR¥ 

1 H-NMR (CDC 1 3 , 90MHz) : SI. 36 (s, 9H) . 
4. 05 (s, 3H), 4. 08 (s, 3H) , 6. 48 (d, J=5. 3Hz. 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d, J = 5. 3Hz, 1 H) 

@S#tffte (FD-MS, m/z) :4 5 6 (M + ) 

^J60IJ15 9 

N- {4- [(6, 7-*^ h*i/-4-*y W 7x-;l/} -N 

(4- t -7fjl/7x-;b) K (15 6) 

HtfeWl 5 8T*f#t>*l*:N- {4- [(6, 7 -if/ Y^rv-A -*JV)l) 
7x-;H - (4- t -7*f^7x^b) fiM^-fi K (lOOmg) 

(lOmg) *Jd^ OtUCTlNFBffllffLfcJIx s-Mb^^U (3 1mg) £ 
in*£S>fc:3B#|ffla#Lfc. fl»J5 li^*0«ftJcJ:oT«l!lU fES©<t 

1 H-NMR (CDClg. 9 0MHz) : 5 1. 28 (s, 9H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 32 (d. J=5. 3Hz, 1 H) , 7. 0-7. 3 (m, 8H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

«fi#tfrfe (FD-MS, m/z) :4 70 (M + ) 
HJ601J16O 

N- (4-t-7f-;U7x~;U) - {4- [ (6, h*i>-4-*y 
■J;tQ 7x_;l} K (15 5) 

4- (6. 7-5» h + ->-4-*y 'JJU) (5 4mg) irfr 

ISS.04- t e r t -7^;1>7-U > (1 0 2m g) £N, N-^f^t>;l/A 
7$ K (3ml) izmifz^ l-xf-;U-3- (3' -^W;;7 , d 
*;i,#$>>r S (1 0 6mg) ZtiQiL, M&KT 6^liJ$L/c^ 

^S0J 5 1 £ «fc xnn U aSO-fb^^ 29m g> iCT35% 

1 H-NMR (CDClg. 90 MHz) : <5 1. 34 (s. 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H) , 6. 57 (d, J=5. 3Hz, 
1H), 7. 2~8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

M£tfrflt (FD-MS, m/z) :45 6 (M + ) 

HJ60J16 1 (#%0J) 

2- (6, Y*i/-A-*J >J;U) - 2- (4 -zfu*y x-;U) 7 

-tr h— h 

ri5K0 4-ya-t7x-;U7-fe h-h UJU (4. 3 g) £f^Ux> (1 0ml) 

fcmu ovizMSL^Tifm. imm-w?^ a. og) msot 
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(2. 2 g ) 59$mmt» *z&mwt±*jis-?mtiiitz 0 m*mm 

WMt ii/Viif )Vl3yl»9 D7f^7 7 •< — fCj: OfifSS! Ln BMOit^^ 
8 5 01^ JR$2 2K-Cf*fco 
X H-NMR (CDC 1 3 , 9 0MHz) : 6 3. 6 6 (s, 3 H) , 

3. 80 (s, 3H) , 5. 40 (s, 1H) , 6. 74 (s, 1 H) , 6. 9 
-7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

nMfiVrm (FD-MS, m/z) :38 2 (M + ) , 3 8 4 (M + + 2) 

^»J16 2 (#%fl|) 
6, 1-*J* h*->-4- (4-yo ; e7x^;M *y 'J > 

nmmi e i-eibtifc2- (6, 7-yn+->-4-+/'j^ -2- 

(4-^*7*^) 74?h^h»;^ (8 5 0mg) £ 6 0 %8fEg&Rj£& (5 
ml) K^LlBtf^iRfl8E& *t7>ti7*OA^fc§gl:tt^fc' 0 ig 

*U S&£^oo*;UA/y (10 0/1) -Cggfii- 5 U £ 

7^^D7h^7^-l:J;^S!!U SS©fl:&#te2 6 0m g. JR$3 3% 

* H-NMR (CDC l 3 , 9 0MHz) : 5 3. 9 0 (s, 3H) , 

4. 0 2 (s, 3H) , 4. 31 (s, 2H) . 6. 9-7. 5 (m, 7H) , 
8. 6 3 (d. J=4. 4Hz. 1 H) 

KS##H& (FD-MS, m/z) :357 (M + ) , 3 5 9 (M + + 2) 
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74/^>^H»Th HJ60J1 62T-^t>n^6. 7-->Vh*v/-4- (4- 
^Dt7x-;Mfjb) *y H> (2 5 0mg) *fh5tKD77> (4ml) 

(0. 3ml) *«TLl^B«ffLfco fcfc. fh5tKb77> (1ml) 

«*^*-*>/l1s|tx?-;l, (3/1) TJRW*$5/y*7Y;U*5A*n-eh/5 

1 H-NMR (CDClg, 9 0MHz) :6 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3 H) , 4. 34 (s, 2H) , 7. 0 
~7. 5 (m. 7H), 8. 63 (d, J=4. 6Hz, 1H) 

HJfeflll 6 4 

{4- [(6, 7-^y^->-4-^;'J;b) yf;b] (4-t 

-^;U7xx;u) (16 2) 

£Jfefl]16 2T*§£ttfc6. 7-^F*->-4 - (4- HJ-n-yT^Ux 
^-t7x-jMfA) *y U> (8 2mg) N miS04-t-7'7 c ;l/^>y-r 
^Q'J K (31mg) fc.fcamfiOt'x ( h 'J 7x-;U**7^ » /^y 
•7 A (II) *n«J K£?oo*;l,A (3ml) K«PU JDJ«ai«T^ 1 5B$RQ 

(2/1) t?jggai"5»Ji^D^h/57>f-icj:t)ffi 
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88 U £®©{t£#i£6mg N JK^l 0%x-nfz o 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 1. 3 6 (s, 9 H) , 
3. 91 (s, 3H). 4. 03 (s, 3H) , 4. 45 (s, 2H) , 7. 0 
-7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 

®fi##rfit (FAB-MS, m/z) : 4 4 0 (M + +l) 

16 5 

N- (4-7Jl/tQ7x-^) -N' - (4- [ (6, 7-vjt hfrv-4- 
fry 'J;I/) ;j-fr->] 7^-;l} ^fruy (2 0 3) 

6, 7->>y hfry-4- (4-7;y7xy + -» fry »J> (l OOmg) 
(10ml) K/jD&fca?Lrt:^ 4-7Wo7x-;l,Wv>>7 
*-h (5 2mg) *jp^ 2 4^BBJD«a«Lfco *ttte«4U gS£*o 
o*;UA/y (1 0 0/1) TlPinv/'J*m7A^D7 

7-f-fcJ:0IIHKU £S©<b£«-3 2mg N JR*2 1XT»fc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 50 (d, J=4. 9Hz, 1H), 7. 1 5~ 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
. 7. 59 (d, J=8. 6Hz, 2H), 8. 50 (d, J=5. 5Hz, 
1H). 9. 80 (brs, 1 H) , 9. 84 (b r s, 1H) 
©fi##HI (FAB -MS, m/z) :4 50 (M + +l) 

fUfc0U6 6 

1- (4-7^tD7x^l/) -2-v7y-3- {4- [ (6, f> 
4-S/-4— *7 UAQ ^fri/l 7x-;l/} VT-yy (2 0 4) 

6 5Ti§£>ftfcN- (4-7^D7x-;W -N' - {4- [(6, 
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7-i/V h + i/-4- + y ^^u 7 (3 3 mg ) % 

yisfiu^+isAsljjWM i K (3 1mg) x teil©-/>f yrDt^xf;b 
75 >£*tfb*?-l/> (10ml) C«PLfco CCCTHF (1ml) left*? 
lizi^Ti-i K (16mg) £iD*MTHfeil#Lfco ®&£S£U £t&£ 
*nnsM,A/y*y-;U (100/1) T?gW-r*'>'J*y;U*5A*o-7h 

1 H-NMR (CDClg , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz. 1 H) , 6. 8~ 

7. 6 (m. 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
RfcJWHfc (FD-MS, m/z) :4 5 7 (M + ) 

fSife0>J 16 7 

N- (2-7Ma7x-Jl/) -N' - {4- [ (6, 7->>V h**>-4- 
7x^1 ^^-»7l/7 (2 0 5) 

6, 7-i>V - (4-7;;7i/ + i/) *y U > (1 0 Omg) 

£h;bi> (10ml) Utoffe^L^ 2-7;btD7x-W^ y>7 
*-h (0. 0 5ml) ^Jn^ 24^IBWlDidBlEL^o U SS« 

^DD*W^^;-;b (100/1) T»g&at*V/'J#W*77A?D-7h 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 05 (s. 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1- 

8. 0 (m, 10H), 8. 53 (d, J = 5. 1Hz, 1 H) 
fM^tfrffi (FAB-MS, m/z) :4 5 0 (M + +l) 
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zmmi 6 8 

1- (2-7,M-D7x-;b) -2-'>7y-3- {4- [ (6, h 
4->-4-*7 U;1Q ;HrS/) 7x-;U} ?7-v> (2 0 6) 

^JfePJl 6 7T'^b^N- (2-7^D7x^) -N' - {4- [(6, 
h + s/-4_+y .>] 7x -^} ^ 7 U7 (4 2mg) N 

v^^o^-/^;^^ $ K (3 7mg) , mOkO'M V?a t'JlJL^-jl 
7S>£M^*U> (10ml) Km&LfZo dCKTHF (1ml) Kgff 
Lfc->7*$ K (2 Omg) tJoill-MWWLfc. ttK*ff£U 

tuuK^/t? ;- } \, (loo/i) rHMt*'>y*y;p*5A^D-7h 

^57-f-{zJ:l3fl|t||U Smarts* 4 lmg. JR*9 9%7?»fc 0 
1 H-NMR (CDC lg , 90MHz) : 6 4. 04 (s, 3 H) , 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1H), 7. 1~ 
7. 6 (m. 10H), 8. 47 (d, J = 5. 3 Hz, 1 H) 
Mft##ril (FD-MS, m/z) :4 5 7 (M + ) 

nmm 1 6 9 

N- (2-y h*->7x-;U) -N' - {4- [ (6, h*»>-4- 
fr^U^)**-/] 7x^1 ^7 1/7 (2 0 7) 

6, h**>-4- U-7i J7j.J*i/) (10 Omg) 

*h;kr> (10ml) KjD&fcJBLfcSL 2-> h + >>7x-W^f v <>7 
*-h (0. 0 5ml) £Jn;^ 2 4 ttHMNflBK L fc 0 &«£®£U 88* 
?dd*W^;-jK10 0/1) TS§ai" 5v/'J*m7A^D7h 
^7^-jcit)fl|KU £®©<b£#j£7 8mg N iR^5 0%"?^fc 

X H-NMR (CDClg. 90MHz) .63. 86 (s, 3H) , 
4. 0 4 (s, 3H) , 4. 0 5 (s, 3H) , 6. 5 2 (d. J =5. 3 Hz, 



WO 97/17329 



150 



PCT/JP96/03229 



1H), 6. 9~8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
Kfi##Hi (FAB -MS, m/z) :4 62 (M + +l) 

N- (2-^;l/7x-;tQ — N' - {4- [ (6, 1-*J/ 
7 'J at**:/] 7x-Jl/} ?*QU7 (2 0 9) 

6, 7-v^ h**>-4- (4-7;;7x; + -»4yj> (80mg)^ 
h^x> (10ml) \z1jQmMltz'&, 2-/*Jl<7x-Jl : f-*jV^7*- 

h (o. 0 4mi) frtoz.. 2 4t$rmammitz 0 &&£g*u im*?o 

a*)\,u/t (100/1) TS§gt-5'>U^y^-7A^n-7 ty? 

^-K^ftSU ^Ji©^^3 1mg. iR^2 6%T?|^o 

1 H-NMR (CDClg, 9 0MHz) : 5 2. 3 8 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz. 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

M£#H£(FD-MS, m/z) :44 5 (M + ) 

N- (3-y?-;U7x.=Jl0 -N / - {4- [ (6, l-'Jjf b*i'-4-* 
J 'J;l/) 7x-;l/) (2 11) 

6. h*i/-4- (4-7i;7x^y) > (8 lmg) * 

h;Ux> (10ml) KtJD&&l?l*:SL 3->^^7x-;Uf-^^vi/7^~ 
h (0. 04ml) £Jd*. s 1 5^jD«lil«EL^o U 8ir£?n - 

J-)\, (10 0/1) TJgrat^v"J^y^^7i,^nvh/5 

1 H-NMR (CDC 1, , 9 0 MHz) : 5 2. 4 0 (s, 3 H) , 
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4. 03 (s. 3H). 4. 05 (s. 3H), 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J=5. 3Hz, 1 H) 
WMfttftM (FD-MS, m/z) :4 4 5 (M + ) 

nmi 7 2 

1- (2->^;b7x^;l/) - 2 - ->77 - 3 - {4- [ (6, 7-v^ 
v-4-*yi);l) 7x-;l/) ^7--^> (2 10) 

H»J1 7 OTifbtlrtiN- (2-/f-^7x-;U) -N' - {4- [(6, 
7-v>V h + i/-4-+y >J;U) 7x-;H 1-*5U7 (2 4mg) , 

•)^o^->W;H^; K (4 5mg) , fcfe&SOiM 77°d t'JUH-jl 
7i>^m{Uf-ly> (7ml) Kjg|?Lfco CCICTHF (1ml) lz®mi 
fc'>7r; K (2 8mg) £to;tm&T*--l!fe«# L fz a £*S£g£U 
dd*U/^;-^ (10 0/1) T"Jg$t* v/l>£^£5A?n-7 h** 
57^-lcJ;t)*f$S!U &m<Dit£®*l 8mg N JR^7 6%TH*:o 

1 H-NMR (C D G I g , 5 0 0MHz) : 5 2. 3 6 (s, 3H) , 
4. 03 (s, 3H). 4. 04 (s, 3H) , 6. 46 (d. J = 5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 
(d, J = 4. 9Hz. 1H) 

S?ft##HI (FD-MS, m/z) :4 5 3 (M + ) 

H&0J17 3 

1 - (3-y^;l/7x-;l/) -2-->7y-3- {4- [ (6, 
v-4-^yij;U) ;Mr->] 7x^) ?*7-^> (2 12) 
fllfeflll 7 lT'gbtlfcN- (3-yf^7x-^) -N' - {4- [(6, 
h^-/-4-+y »J;U) 7x-;l/} ff)U7 (1 8mg) N 
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Vffia^+i/jiijjutfvj i K (3 5mg) , MUk<0 ! J4 VZfo h°;Uxf-;b 
7i>&A{t/*l>> (6ml) KimiiZo ::i:THF (1ml) Ki&mi 
Kv7i-i K (2 3mg) *jDiSfiT?-lft«ff L fc 0 J»»M4L. 
DD *Wy fJ-Jl (100/1) T*MffltZi'*)1}>fJlt) ; 7A?u^by 
77^-tz«kt)fi}*!U ^H©fl;&$!£l 9mg, JR$9 5%Ti#*: 0 

X H-NMR (CDC l 3 , 5 0 0MHz) : 6 2. 3 8 (s, 3H) , 
4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 6. 4 8 (d, J =5. 5 Hz, 
1H) , 7. 10-7. 4 5 (m. 9H) . 7. 5 1 (s, 1 H) , 8. 4 8 
(d. J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 5 3 (M + ) 

wmi 7 4 

^Jfe0J2 2"e*#fc4- h 'J-n-y^;^>-l - y > + i/yf-;b7iy~;p 
(1. 3 g) iTfJflKiStfM- (h 'J7;l/to> h*2/) <>7^;U ?ooK> 
V-Ol^oy K (6 74mg) ^dd*U (5ml) CjgflU rfflRS©k* 
X (F'j7x^X7^) /^v^A (I I) ?ni) K (8mg) £A*U 
lBfeii^Lfco K£a&tt£ftMI2 3£R«O^T£Iit**lcJ:t>**x 

(2. Og) *fh7tKn77> (4ml) UiftHS-iK 7k (5ml) £6N 
(15ml) £]|JD;iT8l$Fi3igaftl£o SiSfi^ft**i * n n*;b 

-K«k!)*!!«U «B©ft^«*2. 1 giifco 
Matftt (FD-MS, m/z) :2 8 2 (M + ) 



WO 97/17329 



1 5 3 



PCT/JP96/03229 



HifeflJl 7 5 

(4- h 'J 7)l*a/ h^->7x-;l/) {4- [(6, 7-^h4i/-4- 
*yi)JiQ y^-jl) (2 8 4) 

^JfePJl 1 7THfc4-tFn + y7i-;l 3 - h 'J 7;M-d**->7 x x 
Jl ^h>(58lmg) imiSD a D ©4-yV^^7^y h°'J>?> (2 7 7mg) 
£*:/U> (20ml) ^A*U 7;l^>»»TSfi4»it#Lfco 1«4- 
*nn-6. 7-y> h*->*y U> (4 6 0mg) £fln;U 2 4^|RIttdK«K 

^□^h^7 7^-lCctt)1t^ JEI;:?dd*;UA/#&x*;I, (5/1) T 
HHt •> 'J # y ;U ? d -7 h r 5 7 ^ - tc J: 0 ftS! U mm 
4 7 0mg N iR^4 9%T-^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) -.64. 0 3 (s, 3 H) , 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d„ 
J = 8. 5 Hz, 2H) , 7. 3 5 (d, J =8. 7 Hz. 2H), 7. 4 6 

(s, 1H) . 7. 4 7 (s, 1H) , 7. 8 9 (d, J =8. 5 Hz, 2H) , 
7. 92 (d, J=9. 2Hz, 2H), 8. 59 (d. J=4. 5Hz, 1 H) 

Kfi#tfHI (FD-MS, m/z) :4 6 9 (M + ) 

H»J 17 6 

ff5BRn D D©-hDy (10ml) * N rf!Sg D a B cD7xy-;u (l. 0 8g) t 

mKa©4-3-K^<>'/>r^^Dij k (2. 67g) tim&co^y^ji^^ 

^ (I I I) h >)7Jl*n/?s>x)l<**- h (6 2 Omg) ZtiQ^ Q o*Cfc 
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£tl£7 2 2mg^ W2 1J6Tftfc. 
Mfi##ril (FD-MS. m/z) : 33 8 (M + ) 

HWJ17 7 

**«119-e»fc4-y h + ^x^l/ 4-a-K7x-;U >r h > 
(7 2 2mg) *y^DD^>(2flml) X&Tl.' 0M*o> 

h 'J 7*o ^ K- ^dd^ (9ml) £Jd;l n Lfc 0 1 Hfe& 

* H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz. 2 H) , 7. 65 (d. 
J=8. 6Hz, 2H), 7. 92 (d, J = 8. 5Hz, 2H), 10. 47 
(s, 1H) 

H*^*ftt (FAB-MS. m/z) :3 2 5 (M + + l) 
Wm\ 7 8 

{4- [ (6, 7-vV h^-4-*/ 'JflQ 7x-;U} (4-3 

- K7x-^) > (2 8 5) 
T)lzr>%MT» $mm 2 0T*?ffc4- k Ko**>7*-;U 4-3- K7 
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x >rh> (3 8 Omg) ±4- ! J**jIt\ J h°U i?> (1 5 8mg) £ 
*->U> (11ml) 4^Ati£fl*«#Lfco 2B#H«4-*nn-6. 7- 
h + >;> (2 62mg) £fln;i, Itel&SMlfco RltaS^&^IS 

:/57>f-lc«};0HS¥gU ff^oDtwl/A/^ixfjb (5/1) TJggftS 
*Ii/'J*Wo7h/57-f-i:J;»)flW!U SB©{t£«j£4 5 9rag, 

1 H-NMR (CDC 1 3 , 5 00MHz) :<54. 0 3 (s. 3H), 

4. 07 (s, 3H) , 6. 66 (d, J = 4. 9Hz. 1 H) , 7. 2 7 (d, 

J=7. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1H), 

7. 54 (d, J = 8. 6Hz, 2H) , 7. 88 (d, J = 7. 9Hz, 2H) 
. 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J = 5. 5Hz. 1 
H) 

R*£*rtt (FD-MS. m/z) : 5 1 1 (M + ) 

wm\ 1 7 9 

4-y h^'>7x^ 4 -7"p^7^-;b >r h ^ (#%ftj) 
TUiS n D D©-hD^^> (10ml) mBSD^OT-y-^U (1. 0 8g) t 
^BKn^®4-7*D*<>y'y;l'7o<J K (2. 2 0 g) £rfiRS0>f yf;Hf<> 
A (I I I) b U7^oy h (6 2 Omg) £JD;U 6 O'CiC 

* ^TBWJt 5 *> U 77 y 5 a 7 d v h y 5 7 7 - \z «k t) mas! u SSfcft 
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6 5g, JR*5 7KT»fc 0 
X H-NMR (CDClg, 5 0 0MHz) : 53. 89 (s, 3H) , 6. 
97 (d, J=8. 6Hz. 2H), 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d. J = 9. 2Hz, 2 H) 
li^ffl (FD-MS, m/z) : 2 9 0 (M + ) . 2 9 2 (M + +2) 

wmi 8 o 

^JS«12 2lf1lfc4-y F*i/7xi* 4-7'n*7x-;U >^h> 
(1. 6 5g) $-^^dd^> (2 0ml) C^fiU *^T1. 0M*'d> 
M7d* K-^DD^>jM)[ (2 3ml) *Jo;U m£*j*#L£ 0 1% 

Oit&ty&l. 3 4 g. JR$8 5%T|#fc 0 

* H — NMR (DMSO-dg, 5 0 0MHz) : <56. 9 0 (d, J = 

8. 5 Hz, 2H) , 7. 6 1 (d. J =8. 5 Hz, 2 H) , 7. 6 6 (d, 
J-8. 6Hz, 2H). 7. 74 (d, J=8. 5Hz, 2H), 10. 46 
(b r s, 1H) 

M»tfftt (FD-MS, m/z) :2 7 6 (M + ) , 2 7 8 (M + +2) 
fSJfe0]18 1 

{4- [(6. 7->7h4->-4-4;'J^)^y] 7x^) (4-7 
p^7x^;I/) ^ > (2 8 6) 
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x-;b *h>Q. 182g) t A-V 1 1-)\>T i J t°'Jv> (5 7 3mg) 
Z*i/U> (3 7ml)^AnifitHI»Lfco 3 0»»4-^dd-6, 7 
h + S/+yj> (9 5 4mg) £fln*., l^Mlto RJSfi£fc£ 
ISSU!®*** h 'J * Ajjcjgfti ? d o*;UA-e#g& % ? a n *;UA1£&tK 

D^^A/ftixf;i, (5/1) TJg^t<5^e-> , J^y;U^D-7h^77>f- 
*-±t)«HKL^ *Ii©fc£te£l. 5 74 g^ JR*7 9XT»fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : d A. 05 (s, 3H), 
4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J = 8. 6 Hz, 2H) , 7. 4 6 (s, 1 H) . 7. 4 7 (s, 1 H) , 
7. 65 (d, J=7. 9Hz. 2H). 7. 70 (d. J=8. 5Hz, 2 H) 
. 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

M6##HI (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 
Hife0U8 2 

{4- [(6, 7-^^->-4-^;'J^) t^y] 7x-^} [4 - 
W-t*Jie<7i?J) 7x-;U] y^y> (2 8 7) 

(2 32mg) £h;Ux> (5ml) 4>^A*U Mlcmfl£n D n©N 
-yf-;UtX7v?> (6 lmg) x ^h'J«7A t-7*h*«>K (67mg), 
b:X (h'j7x-jU^X7>f » /n°5v?«7A (I 1) ?d'J K (7mg) 

i.ootifi iWamwitzo Kmm&tozm&iti- h u ^^^i 
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ET8*tt?£fl»&nfcgyi* x tau*)lL/t9 (10/1) TJg§§ 

tzmmi/ o ijY)i^u-7Y ?z> 7 4-\z±mw. u £fl®fc&ft* 5 3m g> 

! H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 7 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4 H) 
. 4. 0 4 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 6 3 (d, J = 4. 9H 
z, 1H) , 6. 9 2 (d, J = 9. 2Hz, 2H) , 7. 2 5 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1 H) , 7. 81 

(d, J-8. 5Hz, 2H), 7. 87 (d. J = 8. 6Hz, 2H), 
8. 56 (d, J=4. 9Hz, 1 H) 

MS##Hi (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 8 3 

i4 - [(6, 7-^^->-4-^yj;b) t^->] -7^-;H [4-* 
7 7x-;u] y^y> C2 8 8) 

7;l/^>ai«TF^ SUfeW123-C»fc4-fcKp + ^7*-;U 4-7n*7 
y h> (2 3 2mg) £h;Ux> (5ml) ^A*U MfcffiES©* 
iU*»J> (5 2mg) , ^HJSA t-7h*i/K(67mg) % tfx (HJ 
7x-W«77^ » a'7«?7A (ll)^DiJK(7rag) *HDifc^ 

t>ft*:g&£, ^on**A/ft»x^ (5/1) 1?«HtSWI'>U 
ay^ovhr^-f-CiOfflMU ««©<fc^«B* 3 2 m g % JR$14% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 34 (t, J =4. 9H 
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z, 4H), 3. 88 (t, J = 4. 9Hz. 4 H) , 4. 04 (s, 3H) , 
4. 07 (s, 3H), 6. 64 (d, J = 5. 5Hz, 1 H) , 6. 92 (d, 
J =9. 2 Hz, 2H), 7. 2 6 (d, J =7. 3 Hz, 2 H) , 7. 8 3 
(d, J = 9. 2Hz, 2H), 7. 8 7 (d, J = 8. 5Hz, 2H) , 
8. 56 (d, J = 5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

M#0HI (FD-MS, m/z') : 4 7 0 (M + ) 
H»J18 4 

(4- [ (6, 7-^V h*->-4-*y »J;U) 7x-;U} r4-L° 

p'J ->V7x-;i/] y^y> (2 8 9) 

7;U^>m#tT\ HJfe^Jl 2 Z~?mtz4-t Ko + ->7x-i 4-7*n^7 
x^;b (2 32mg) ^bJl^> (5ml) 4^A*U MfcifflRSOtr 

nU i?> (4 3mg) , ^h'J^A t-7*h*->K (6 7mg) N fcf* (h'J 
7x-;U*X7^ » /n°5^9A (I I) ^d>; K (7mg) fcJniLfcflu l 0 

H^tlfeM^ ?DDtW^/^i!xf;l/ (5/1) y *y 

^□"?h^74-K«kt)ff$l> *B©*fc£<ft*4 5mg % JR$2 0%T-*§ 

1 H-NMR (CDC I 3 , 5 0 0MHz) : 52. 05-2. 0 8 (m, 4 
H) . 3. 3 8-3. 4 1 (m, 4 H) , 4. 0 4 (s, 3H) , 4. 0 6 (s. 
3H) , 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. gn 
z, 1H) , 7. 2 4 (d, J =8. 6 Hz, 2H) . 7. 4 5 (s, 1 H) , 
7. 52 (s, 1H). 7. 82 (d. J = 9. 2Hz, 2H) , 7. 84 (d. 
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1 6 0 

J=8. 5Hz, 2H), 8. 55 (d. J = 4. 9Hz, 1 H) 
*MMfttir$L (FD— MS, m/z) :4 5 4 (M + ) 

Wm 18 5 

(4- [(6, 7-/n^y-4-^;'J^)^->] 7x-;b) r4-e 
^'Ji?;7x,;b] > > (2 9 0) 

7;l/=f;/$ljrF\ £J&0U 2 3-e»fc4-fc Ko*v/7*-;l/' 4-7*0*7 
x x;b (2 3 2mg) £h;Ux> (5ml) 4^A*U MfcrpIRS© f 

^^>(51mg), f t-^h + xK (67mg) N fx (h»J 

7x-;l/*Z7 4 » A'r^A (I 1) ^ D iJ K (7m g) *jDifcft x 
1 0 0 °C * 1 L fc 0 Rl6ft^ft*ttft^k^ M 7 A7k*g& i^na*A 

±a»e»*ifc»af^ ^dd^^a/^kx^^ (5/1) T*jg!ig-rsi¥J5<>'j 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 5 1. 6 8 (b r s, 6H) , 
3. 38-3. 3 9 (m, 4 H) , 4. 04 (s, 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d, J = 4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 2 5 (d, J = 8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 8 0 (d, J =9. 2 Hz, 2 H) , 7. 8 6 (d. 
J = 8. 6Hz, 2H), 8. 56 (d. J=4. 9Hz, 1 H) 
©«#fflg (FD-MS, m/z) :4 68 (M + ) 
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mmii 8 6 

N- (2-/ ht'>-4-b'7x-;b) -N' - {4- [ (6, 
^-4-^yj;l/) 7x-;U} 7U7 (2 2 2) 

6, h*«>-4- (4-7S 77x; + y) *y ■>> (5 2mg) £ 

h^x> (5ml) fcSHBU b»lx^7i> (1ml) £tJ0;Lfc&, h H 7 
*xy> (5 2mg) 2#Pb«^ML*1o fcfomiz2-/ h*y-4 

-fc:"7^;U7^ > (1 0 3mg) ^Jo^ 1 3fifflmmmWLltz 0 Kfofcizm 

n*;l,A/7-feh> (10/1) rmmtZi/*) *y^7A?D7 h?*57^ 

2 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H) , 6. 8 6 (d, J =8. 5Hz, 1 H) , 7. 1 0 (d, J =8. 6H 
z. 2H) , 7. 2 1-7. 3 7 (m, 4 H) , 7. 4 3 (s. 1 H) , 
7. 5 3-7. 5 9 (m. 5 H) , 7. 7 9 (s, 1 H) , 8. 4 1 (s, 1H) 
. 8. 48 (d, J = 4. 9Hz, 1 H) , 8. 53 (d, 3=2. 4Hz, 
1H) 

nm$mm (FD-MS, m/z) :52 1 (M + ) 
%M&\1 8 7 

N- (2, 6-y^7 7°ob^7x-;l/) — N' - {4- [(6, 7-i?n 
^y/-4--»y U;|Q 7xZJl/} 7U7 (2 2 3) 

6, 7-vM h*<>-4- (4-7U7x; + v') */'J> (5 4mg) £ 
h^x> (5ml) tcJKSU MJxf-;l,7S> (1ml) *tDifcft N h 'J 7 
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*xY> (53mg) £Jn*. N smmmmUio 5J&ttlc2. 6 -V<(v7 
ot^7-"J> (0. 0 5ml) £Jn*.* 15&maMmLlti 0 RJS»Cft» 

-emu mmm- h y *A-e*aiLfco &ett§$££&£u kje^^dd 

*;bA/7-t?h> (10/1) TJgg§t-5^'J^y;l,^7A^D-7h/7 7^- 
lwJ:t)«H!!U SS©^^6 9mg. JR$ 7 6 %Tli*: 0 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 1. 2 6 (m, 1 2H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5 Hz, 1 H) , 7. 0 8 (d, J =8. 5H z. 2 H) , 7. 2 6 (m, 
1H), 7. 2 9-7. 4 0 (m. 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 

(d, J = 4. 9Hz, 1H) 

Wfi##HI (FD-MS, m/z) :4 9 9 (M + ) 

mmmi 8 8 

N- (2-^pa-4->hD7x-;l/) - N" - {4- [ (6, h 
^v/-4-^y ijjU) ^-^->] 7x-M ft 1/7 (2 2 4) 

6, l-'J* Y*i/-A- (4-7^7xy + ^) +y«J> (10 4mg) 
*r^x> (10ml) CjD^»»Lfc^ 2-^do-4--I>o7xz;K 
y.>7*-h (15 0mg) fcJnx., 1 0£Hin«liSffiLfco flrtBLTifclSS 
£»©U h^x>T"^-r-5Ci(l«kO^ScD<b^ ; Srl7 2mg > JR$ 
1 0 O^Tifco 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d. 
J = 9. 2 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 51 (s, 1 H) , 7. 
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6 2 (d, J = 8. 6 Hz, 2H) , 8. 2 3 (m. 1 H) . 8. 3 5 (m, 
1H). 8. 46 (d, J = 5. 5Hz. 1 H) , 8. 57 (m, 1H), 
8. 84 (b r s, 1 H) , 9. 85 (b r s. 1 H) 
MJMJfli (FD-MS, m/z) :4 9 4 (M + ) , 49 6 (M + + 2) 

n mm 18 9 

N- (3-?oo-2-y ht->7x-;Q -N / - {4- [ (6, l-'Jyt 
h*v-4-*y'J;lQ 7x_jU} 91^7 (2 2 5) 

6, 7-v?y h + «>-4- (4-7;77x;+y) 'J > (5 8mg) £ 
h;bx> (5ml) fcto«ifcf¥Lfc8U 3-^o-2-n^->7x-;Ky 
*7*-r (0. lml) £fln*.. 2 2^fflftBlft««ELfco ^^no^A 
/7-feh> (10/1) TJRBitS'>'J*y;l/*7A^D^h^7>f-lcj;t) 
U £S<Dfl;£tti£- 7 5 m g „ TO 8 0 %T^7t 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 3H) , 
4. 02 (s, 3H), 4. 05 (s, 3H) , 6. 47 (d, J=5. 5Hz, 
1H) , 7. 01-7. 06 (m, 2H) , 7. 1 5 (d, J==8. 5Hz. 
2H), 7. 43 (s, 1H), 7. 52 (d. J=9. 2Hz, 2H) , 
7. 57 (s, 1H). 7. 81 (s, 1 H) . 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d. J =5. 5Hz, 1H) 

(FD-MS, m/z) : 4 7 9 (M + ) ,48 1 (M + +2) 

HWJl 9 0 

N- (2 op-6-y f-;b7x-;b) -NT - {4- [ (6, 7-^ K 
*->-4-*V >J;U) Z>*-M 7b7 (226) 

6, 7-5?y r*->-4- (4-7;;7x; + -» */'J> (52mg) £ 
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h;l/X> (5ml) KflDjKtf&JUlfcSU 2 - * o d - 6 - 1 *J\,7 y •> 

(o. imi) ^jd^ i 7£mmm&m.Ltz 0 ft&iTZtzmikzm 

$U h^>T^t^Cill«i:«9SjS0^^6 lmg, JR^7 4%T?| 

X H-NMR (DMSO-d 6> 5 0 0MHz) : 52. 2 8 (s, 3 H) . 
3. 94 (s, 3H), 3. 94 (s. 3H), 6. 43 (d, J=4. 9Hz, 
1H) , 7. 1 8 (d, J =9. 2 Hz. 2 H) , 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2 Hz, 2H) , 7. 9 8 (s. 1 H) . 8. 4 5 (d. J =5. 5 Hz, 1 H) 
. 9. 0 3 (s, 1H) 
®»##rffi (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 

W&m 19 1 

N- (3-?vu-6-/ ht^7x-;l/) — N' - {4- [ (6, 

h*->-4-4-y 'J;u) 7jl~m uur (2 2 7) 

6, 7-i>7 h + - (4-7S J 7*J*i/) *J U > (5 2mg) £ 
hJls.y (5ml) lzm&®mitz&^ 3 d o- 6 -i h+->7x-M v 
*>7*- h (1 1 lmg) £Jn;i N 2 95}PB^iS«tL/Co &$£*oo*;UA 
/7*h> (1 0/1) -eJg^t-5'>';*y^7f7 7A^D^h/7 7^-{cJ;|9 
USaU ISOft^8 4mg, JR^l 0 0%T^ o 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 63. 60 (s, 3H) , 
3. 99 (s, 3H), 4. 05 (s, 3H) , 6. 46 (d, J=4. 9Hz, 
1H) . 6. 6 9 (d, J =8. 5 Hz. 1 H) , 6. 9 0 (m, 1 H) . 
7. 11 (d. J =9. 2 Hz. 2H) . 7. 4 2 (t. 1 H) . 7. 5 3 (d. 
J =8. 5 Hz. 2H) , 7. 5 8 (s. 1 H) . 7. 8 2 (s. 1 H) . 



WO 97/17329 PCT/JP96/03229 

165 

8. 3 2 (m. 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

KM&Vm (FD-MS, m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 
H&0J19 2 

N- (4-? pp- 3 -- h P7x-;lQ -N' - {4- C (6, 7-y> h 
tf-i/] 7x-JU} 7 U7 (2 2 8) 

6, 7-^ h + ->-4 - (4-7;;7*y + y) +;»J> (52mg) 4 
h^> (5ml) icjjn&&fl?lrt:&. 4-^DD-3--hn7ii;Ky-> 
7*-h (2 2 4mg) £in* % S&tEWfMBMLtZo ffitfi LTSfcfellfcJiiK 
U h;I/i>Tft*-r5Cilc«fcij^fi<0<b^l*l 2 5mg. iR^7 5%T?§ 

1 H-NMR (DMSO-d g , 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J = 8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) . 7. 5 1 (s, 1 H) , 
7. 6 0 (d, J =8. 5 Hz, 2H) , 7. 6 5 (s, 1 H) , 7. 6 7 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d. J=4. 9Hz, 1 H) , 

9. 01 (s, 1H) ,9. 27 (s, 1H) 

M£*fli (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

H&0J1 9 3 

N- (2, 4-->^QD7x^jl/) -N' - {4- [ (6, 7-->V h*»>- 
4 -*/U/l,) 7x-M 17 (2 2 9) 

6. 7-v>V h + (4-7;;7x; + -» U > (53mg) £ 

(5ml) IzJna&jgjBLfcaU 2, 4-^^dd7xz;Kv^_ 
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h (i 1 5m g ) 2 Qammm&Litio Vr&iTztz&a i zi&®i, 

1 H.-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 

3. 9 5 (s, 3H) . 6. 4 5 (d, J =4. 9 Hz, 1 H) , 7. 2 2 (d, 

J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 40 (m, 1 H) , 7. 

51 (s, 1H), 7. 59 (d, J=9. 2Hz. 2H), 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) . 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H) , 9. 56 (s, 1 H) 

Wfi##Ht (FD -MS, m/z) :4 8 3 (M + ) 

m&m 19 4' 

N- (2, 6-v??PQ7x-;lO -N / - {4- [ (6, b*i/- 
4-^y 7x^) (2 3 0) 

6, 7-^y H + S/-4- (4-7;;7x; + -» +;y> (5 2mg) £ 
f^Ux> (5ml) \zto?mmiiz'&, 2, 6-y^n7x-;Hvm- 
N (12 5mg) Ztnz.^ 1 2^iata»a«ELfce WdiLTifcfeS^itffiU 
h^x>Tft*-rS^ilwJ;0M©ft^!B*8 lm g> iR* 9 6 96T»fc 0 

X H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 94 (s. 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (d d, J=7. 9, 7. 9Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m. 3H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 09 (s, 1H) 
MbMJHl (FD-MS. m/z) :4 8 3 (M + ) 



WO 97/17329 



PCT/JP96/03229 



1 6 7 

nfeM 19 5 

N- U- [ (6, Y*v-A-*J U;IQ -Jjl-M - 

N' - [1 - xf;b] (2 3 1) 

6, 7-v>V h + i/-4- (4-7;;7x; + -» +yj > (54mg) £ 
h^x> (5ml) KJn««6fl?LfcSU 1- (l—h7l-Jl) 3.* y i/T * 
-Y (0. 0 5ml) £Jd* % 1 0 0 #PdM&gdft L fc e »4^dd*W 
7* h> (1 0/1) TJg^-r^v/'J^y^^^A^Dv h^^^^-ick?)^ 
*!U ^e©{t&$l£6 5mg N JRSp 7 2 Kmfco 

X H-NMR (DMSO-dg, 5 0 0MHz) : <51. 55 (d, J = 

6. 7 Hz, 3H) . 3. 9 3 (s, 3 H) , 3. 9 4 (s, 3 H) , 4. 6 2 
(m, 1H), 6. 3 9 (d, J = 4. 9 Hz, 1H) . 6. 7 9 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m. 1H) , 8. 4 2 (d. J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) 

MUMr* (FD-MS. m/z) :4 9 3 (M + ) 

19 6 

N- (2-n-7?-;U7x-;U) -N' - {4- [ (6, 7-vV h*->-4 
-*yj;U) 7x-;U} frl^T (2 3 2) 

6, 7-^ (4-7;;7x; + -» *y;> (l l 9m g) 

t:h;Ux> (i 2ml) fc&SU Mif-^7; > (2. 4ml) Wtt, 
M7*xy> (13 3-mg) «n;U 2^JD^«^L^o Rfcttfc2-n- 
m7x_;b7;> (0. 1 3ml) £fln;U 1 OaiHIMRfiftLfco KJS* 
K&Iftkm* h V ^ATkfcfcS-ftl;^ ? o o*;UAT'2l2lfflaiL^^tgUi^|g 
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Hoo*W7tF> (4/1) t-IHn->'JW^7A^n7h^ 

1 H-NMR (DMSO-dg, 500MHz) : £0. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2H), 1. 50-1. 57 
(m. 2H), 2. 59 (t, J = 8. 9Hz, 2H), 3. 93 (s, 3H), 
3. 9 4 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz. 1 H) , 6. 9 8- 

7. 02 (ra, 1H) , 7. 12-7. 17 (m. 2 H) , 7. 1 9 (d, J = 

8. 9Hz, 2H) . 7. 51 (s, 1 H) . 7. .58 (s. 1 H) , 7. 59 
(d, J = 8. 5Hz, 2H), 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d. J=4. 9Hz, 1 H) . 9. 11 (s, 1 H) 

MSMfrtt (FD-MS, m/z) : 4 7 1 (M + ) 

mmm 197 

N- (3-x h^'>ft^#~;l7jL-;U) - N' - {4- [ (6, h 
*S/-4-*7 U.=jU) 7JL-;!/} frU7 (2 3 3) 

6, h**>-4- (4-7^ y7xy + i/) +yj > (1 3 lmg) 

£MU:l> (10ml) KflDf&igJi? U Mli^;L7i> (2ml) ^fln*.*:^ 
h'J7*xy> (213mg) £fln*. % 2 ^RmnHftSdfE L fco 3 - 7 $ 

^lf»xf;Uxf;l (0. 1ml) *Jni> 7#ntn*tittL*:o mm 

?dd*;1,a/7-!? h> (10/1) "eg^l"* -> U iifJUti? 2*9 n -7 h 
7-r-l;:J;!9f§8i!U g«Ofl:^««r2 1 4mg, JR* 1 0 0 96T?£fc 0 

1 H-NMR (CDClg. 5 0 0MHz) : 6 1. 36 (t, J. 7. 3H 
z, 3H), 4. 02 (s, 3H). 4. 05 (s, 3H) , 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 13 (d. 
J = 9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H) , 7. 8 0 (d, J = 7. 9 Hz, 1 H) , 7. 9 0 (s, 1 H) , 
8. 48 (d, J=4. 9Hz, 1 H) 
Itfefttffli (FD-MS, m/z) :4 8 7 (M + ) 

HWJ1 9 8 

N- (2, 3-> ? ?pp7x-;1>) -N' - {4- [ (6, 7-v>V h^>- 
4-*;V)l) 7x^} (2 3 4) 

6, 7-^l«+->-4- (4-7;;7xy + » +;>J> (5 2mg) £ 
h;Ux> (5ml) \zlB$mmitz'&, 2, 3-^^oo7x-My«>7^- 
h (0. 0 5ml) £Jp;U 2 0#F4M^&ftl*o SM^^do^M/ 
7-b h> (1 0/1) TIlin^^m^A^DV h^7 7^-(lj;t)^| 
£!U gjS©tt£#i£8 4mg> JR^l 0 0%T-|#/c o 

X H-NMR (CDC1 3 , 500MHz) : 6 4. 00 (s, 3H). 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz. 1 H) , 7. 11- 

7. 17 (m. 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H) , 8. 4 8 (d, J =5. 5 Hz, 1 H) . 9. 12 (s, 
1H) 

M#flril (FD-MS, m/z) :4 8 3 (M + ) 
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n$$m 199 

N- (2, 4->^DD7i^) -N / - {4- [ (6, h*->- 
4-*yj;U) 7x-;H frU7 (2 3 5) 

6, 7-->V h*S/-4- (4-7;;7 i y + -» +>'J> (5 8mg) £ 
bJl^y (5ml) Kjn&?g8?L*:&. 2, 4-v?DD7xrMvm- 
h (93mg) £?JD;U 2 0»ijSIL/:o n o*;UA/7-t? 

h> (1 0/1) T-gP8t3->^y^7A?D-7 -KJ;*mSgU 
SJi4>rt:£#j£6 9mg N #$7 3%T^^o 

1 H-NMR (CDClg, 5 0 0MHz) :54. 04 (s, 3H), 
4. 0 6 (s, 3H) , 6. 4 7 (d, J =4. 9 Hz, 1 H) , 6. 9 8 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz, 2H), 
7. 25 (s, 1H) , 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J=8. 5Hz, 2H), 7. 56 (s, 
1H), 8. 40 (d, J=2. 4Hz, 1 H) . 8. 50 (d, J=4. 9H 
z, 1H) 

MtfflHI (FD-MS, m/z) :4 8 3 (M + ) 
fUrfc0l2OO 

N- (3, 4-v ; ?po7 -N' - {4- [ (6, 7-v'y h*:/- 
4-*y U;U) 7x-;H frb7 (2 3 6) 

6, 7-^F + ->-4- (4-7;;7i; + -» 'J > (5 lmg) £ 
WUx> (5ml) lijDM^ft?L^ 3, ^4-^^007x^7^- 
h (102mg) fcflfl*., 8^DDlfefi^L^o tfrtfc tT£fc*£||£ttI*U h 
^i>T*^t^CiJCj;!5^gCD^^7 lmg. JR3*8 4 %Ti#*: 0 
H-NMR (DMSO-d fi , 5 0 0MHz) :63. 94 (s, 3 H) , 
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3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2H), 7. 59 (d, J = 9. 2Hz, 2H) , 
7. 8 8 (s, 1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 9 2 (s, 
1H) , 9. 00 (s, 1H) 
K£#tJffii (FD-MS, m/z) :4 8 3 (M + ) 

H&0I2O1 

N- (3, 5-^ao7x-;0 -N' - {4- [ (6, 7-v'y h^>- 
4-*yj;b) 7x-;b} frU7 (2 3 7) 

6. h*v/-4- (4-7;;7x; + -» +7 'J > (5 3mg) £ 

h^x> (5mi) iztammmitzm, 3, 5-'^oD7x-Hvm- 
h (7 6m g ) zmns &#mmimmitzo Vr&iTgtzmihtmLU 

x > -??3fefr* 5 C £ <C «fc *) %&(D<t&®}£ 7 5mg, W7%Tj|fco 

X H-NMR (DMSO-dg, 50 0MHz) : 5 3. 93 (s, 3 H) , 
3. 94 (s. 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1H). 7. 54 (s, 1 H) , 
7. 5 9 (d, J =9. 2 Hz, 2H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) 
, 9. 0 0 (b r s, 1H) . 9. 0 7 (b r s. 1 H) 
®S#ffli (FD-MS, m/z) :4 8 3 (M + ) 
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3U60J2O2 

N- (4 -7 pp-2 -- hP7x_;U) -N' - {4- [ (6, h 
^y-4-4;'J;l/) 7x-;b) ?U7 (2 3 8) 

6, 7-^h*->-4- (4-7;;7x;*^)*;ij>(i23mg) 
*h;l/x> (1 2ml) fcftWlft»J|?Lfctk 4-^an-2-ihn7x-;K 
y*7*-h (172mg) £Jd;U 1 4^IBlftM(ft3l«ELfco miTZtz&ik 
h^>T^*S£<hl;:£ljSB0fl:£&£l 74mg, JR$8 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3H) , 
3. 9 5 (s. 3H) , 6. 4 6 (d. J =4. 9 Hz, 1 H) , 7. 2 3 (d, 
J =7. 3 Hz. 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d. J = 7. 3Hz, 2H) , 7. 79 (d. J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 3 5 (d, J =9. 2 Hz, 1H) , 8. 4 6 
(d, J=5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
®fi##rfit (FD-MS, m/z) :4 9 4 (M + ), 4 96 (M + + 2) 

HWJ2 0 3 

N- (2 -7 ^ y - 4 p Q7 -N' - {4- [ (6, l-itj h 

*v-±-*J V)V) 7x^) 7U7 (2 3 9) 

N- (4 -7DP-2-- hP7x^-;I/) -N' - {4- [ (6, 7-->V h 
f v-4-4VJ;l>) 7x-;H 7U7 (1 5 8mg) **na*;i,A 

' /it J-Wk (1 Oml/7 0ml /5ml) tz®mi> i-tmSSti-h^O 
^ (1. Olg) SrflD*.. 6 0^*^3 7#HHK#Lfc 0 * od*;i,at2IhJ» 
tiiLfciMI»*«^6^Tft*U fc*«*MSAT-fci|Lfco MET 
&J££S£U »»*^oD*;UA/7Hrh> (1 0/1) •> #y 
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hiivUt-a-? h^57-f-»zJ;»)fif|jU 8H©rt;£&j£3 3mg, J&$2 2 

X H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3H), 

3. 95 (s, 3H), 5. 09 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d, J =2. 4 Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J = 8. 6Hz, 1 H) 
, 7. 38 (s. 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z. 2H) , 7. 7 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz, 1 H) , 

8. 89 (s, 1H) 

Hte0J2O4 

N- {4- [ (6, h*i/-4-*y 'J 7x-j|/) - 

N' - (2-tfUS?>a;l/;ft=jU) frU7 (2 4 0) 

6, 7-v^ h + v/-4- (4-7i;7x;+v') *yj > (75rag) ^ 
h^x> (7ml) KJl]&&8?U h'Jx^7$> (1. 4ml) 
h'J7*^^> (201mg) *Jn>L> iaratott««lfco tT'J 
^>*;MMrl>-* K (10 2mg) £Jo;U 3 SH^^SE L fc 0 RJEftKfiSK 
7k^ h U tfAfcj&ftfcfln*^ B^»xf-;bT'2MttiL^mWa®^fiafn^7K 

*;UA / /7-bh> (10/1) T«H!t«S/'J/7y^7A^D^h^7-f- 

1 H-NMR (CDC1 3 , 5 0 0MHz) : (5 4. 0 6 (s, 3H) , 

4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1H), 7. 20 (d, 
J=9. 2Hz, 2H), 7. 43 (m. 1 H) , 7. 57 (s, 1 H) , 

7. 5 9 (m, 1H) . 7. 7 1 (d, J=9. 2Hz, 2H) . 7. 97 (m. 
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1H), 8. 28 (d, J = 7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 6 8 (d, J =4. 9 Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b rs, 1H) 

%M£Vrfc (FD-MS, m/z) : 4 4 4 (M + ) 

N- (3-^od-4, h^y/7ji-AO - N' - {4- [ (6. 7 

-Vi h^x-4-^y;^) 7 1/7(241) 

6, l-'Jt h*i/-4- (4-7;;7xy + -» (54mg) * 

h;Ux> (5ml) fcta*l*!*Lfc8U 3-?dd-4, 6-^h*^7ii 
;t-f v v 7 * - h ( 7 6 m g ) 18 ftRgjta&JSflE L iz 0 KJ&&&£ * n 

n^Jl/A/7-fer h> (10/1) TMP^^-S > 'J # tfJlil 7A?D?h ^5 7 w 
-KZVmm, &MG>it&SB*:9 3m g N JR^l 0 0%Ti§fco 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 53. 76 (s, 3H) , 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s. 3 H) , 

6. 4 6 (d, J =5. 5Hz, 1 H) . 6. 4 9 (s. 1 H) . 7. 1 3 (d, 
J =8. 5 Hz, 2H) , 7. 2 0 (s, 1 H) , 7. 4 2 (s, 1 H) , 

7. 50 (d, J = 8. 5Hz, 2H) , 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

K*£*Hi (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + + 2) 

H&0J2O6 

N- (4 op- 2 -y^7x-;U) -N' - {4- C (6, h 
*->-4-*y >J;U) 7x-Jl) frl/7 (2 4 2) 

6, l-'J/ F + (4-7;y7i; + -» *7 U> (55mg) £ 
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h;Ux> (5ml) izMfmmiti^ 4-^oD-2-yf;l/7x^Mv«> 
7*-h (9 0mg) Ztiaz.. 2 GtiffltiQimmitZo tfrft lTtfc&II£«© 

* H-NMR (DMSO-dg, 5 0 0MHz) : 6 2. 2 6 (s, 3H) , 
3. 9 4 (s, 3H) . 3. 9 4 (s, 3H) , 6. 4 4 (m. 1 H) . 
7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) . 7. 38 (s, 1 H) 
. 7. 5 1 (s, 1H) , 7. 5 9 (d, J = 9. 2 Hz, 2 H) , 7. 8 7 
(m, 1H), 7. 9 9 (s, 1 H) , 8. 4 5 (m, 1 H) , 9. 15 (s, 
1H) 

Wfi##HI (FD-MS, m/z) :46 3 (M + ) , 4 65 (M + + 2) 
HSS0I2O7 

N- (2-^nD-3-yf;l/7x-Jl) -N / - {4- [ (6, 7-?y h 
*->-4-*yj;b) 7z-M frU7 (2 4 3) 

6, 7-S>y h*->-4- (4-7Sy7xy*-» *>nj> (5 2mg) £ 
h^x> (5ml) £jM&*»LfcllU 2-?Do-3-^f^7 i -^v>/ 
7*-h (0. 2ml) fcjtlO*., 12£lffinll!flBlELfco KJ&****od*;u 
A/7*h> (10/1) T'Jg&a-f *'>'J#y;U;*7 5A?a-7 -{I<J; 
«9HSS!U ^MO{t^^3 Omg, JR^3 7%T'^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 2 8 (s, 3 H) . 
4. 00 (s, 3H), 4. 03 (s, 3H) . 6. 41 (d. J=4. 9Hz, 
1H) , 7. 0 9-7. 1 5 (m, 4H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 42 (d. J=8. 5Hz, 2H), 7. 55 (s, 1 H) , 
7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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M&fiVrfflL (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

N- (3-7;;-4-»on7x-^) -N / - {4 - [ (6, K 
*->-4--fryj;lQ 7x-;b} frU7 (2 4 4) 

N- (4-^no-3-^hD7xJi;U) -N' - {4 - [ (6, 7 - ->V h 
+ ">-4- + y »J;lO 7x-JH 7U7 (10'Omg) ^dd^A 

/y^y-^/7k (5m 1/1 5ml /3ml) l;:*j|?U ^*filfi&^h'J7A 
(3 5 8mg) Srfln*., 6 0°CtCT2 0^H!t»Lfco * o D*;bAT-2®tt£fc 

flt*«*u ^^DD^/7-i!h> (io/i) tbh-ts 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 5. 3 0 (b r s, 1 H) , 6. 4 5 (d. J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 4 7 (d. J = 4. 9Hz, 1 H) , 8. 5 6 (s. 1 H) , 

8. 73 (s, 1H) 

®S##r4g (FD-MS, m/z) :4 6 5 (M + +l) 
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$mm2 0 9 

N- (3-^ ^^ub'Jl) -N' - {4- [ (6. h^i/-4- 
*y>M) 7x>^} frU7 (2 4 5) 

6. 7-->V 4- (4-7$/"7xV*2/) *y ij> (Sling) * 

h;Ux> (5ml) {Cfln&&A?U h'Jx^;U7$> (1ml) *tn*.rt:8U h 
U7*xy> (54mg) 2»Pa»I«kfi«£L^o ££&K3-y 

7nf^7^> (0. 0 5ml) £Jn*.. 1 2^r H 1JD^S^L^ 0 MfcftK&St 

Tftfr U *R*«»* h 'J * L /Co «EET**I*S± U Kite * o n 

*;UA/7-feh> (10/1) T?gH1-*5"J*y^/77A^p?h^5 7-f- 

X H-NMR (CDCl 3 , 5 0 0MHz) : 51. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H), 3. 50 (t. J=4. 5Hz, 
2H). 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H), 5. 6 5 (brs, 
1H), 6. 44 (d, J = 4. 9Hz. 1 H) , 7. 10 (d, J = 8. 7H 
z. 2H) , 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s, 1 H) , 
8. 46 (d, J=5. 5Hz, 1 H) 

M5WHi(FD-MS, m/z) :411 (M + ) 

H&0J21O 

N- (2~y h*i/x?-;l,) -N' - {4- [ (6, h^>>-4-^ 
JV)l) 7xxjU} (2 4 6) 

6, 7-5?y H + (4-7;;7x; + «» *^ U> (5 2mg) £ 

h^x> (5ml) lcMtfg)J?U MJx^;U7S> (1ml) ^te^ N h 
U7**y> (5 4mg) £j&n;i N 3MJDlfeiSfltL^o £JS&l;:3-y h + 
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^Jl7i> (0. 0 5ml) £JD*> 8 totSmmM&L I fc 0 KlSftfc&li** 

A/7-bh> (1 0/1) TBBIt«'> , My;U*7A^D-7h/7 7-f-{cJ; 
<onmU SHOfl:^j«-6 3mg > JR$9 1%Ti#fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3.. 3 6 (s, 3H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s, 3H), 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 8 7 (d, J =8. 5 Hz. 2H) , 7. 4 0 (s, 1 H) . 7. 4 5 (d. 
J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 7. 92 (s, 1 H) , 8. 
45 (d, J=4. 9Hz, 1H) 

K«#*rffi (FAB-MS, m/z) :3 98 (M + +l) 

HWJ21 1 

N- {4- [ (6, 7-vy h*is-4-*J >) Jl) 7x-;b) - 

N' - (2-h°'J yjuy ^;U) ^1/7 (2 4 7) 

6, h*i>-4- (4-7U7x; + y) *;'J> (5 2mg) £ 

h;Ux> (5ml) IdHJ&jgjgU HJif-^7*> (1ml) £flD;Lrt:& % h 
>)7*x>f> (5 4mg) £Jd;U 2^HJDiaiatLfco 2 - f y 

y *-*7 $ > (o. 0 5mi) £jd;u 1 2$mmimMUzo astticflsMc 
u h y * A-een l *:„ «sr*«E*9i u' mm* ^o* 

^A/7-bh> (10/1) T-®Kt*'>y *W5A^D7 -fc 
«kt)*«U &S©ft£&j£7 6mg. JR*1 0 0%T-'f§fco 
*H-NMR (CDC 1 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
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4. 01 (s, 3H), 4. 58 (d. J=5. 5Hz, 2 H) , 6. 39 (d, 

J=5. 5Hz, 1H) , 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z, 2H) , 7. 18 (m, 1H) , 7. 3 4 (d, J = 7. 9 Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2 H) , 7. 54 (s, 

1 H) , 7. 6 6 (m. 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 
MfeMfrffi (FD-MS. m/z) :4 3 0 (M + ) 

Ht6«2 12 

N- [(4-tert -^7x^) yf-AQ -NT - {4 - [ (6, 7 
->V h^f/-4-^yj;U) t^-i/l 7x-;b} frt/7 (2 4 8) 

6, 7-Py-h*->-4- (4-7i;7x; + y) *y U > (5 0mg) £ 
^^> (5ra 1 ) IztiamfemU Mxf-^7$ > (lm 1) £10>LfctftN h 
(55mg) fctn*.. 2£IBHniffl*Lfco (4-ter 
t-yf^7x-i) y^;b7^> (0. 0 5ml) £flD*.x 12#P H M»iS«[ 

iUHI^^nDtWTt^ (10/1) T^t^'J^I^A 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 53. 99 (s, 3 H) , 
4. 01 (s. 3H), 4. 38 (d. J = 5. 5Hz, 1H), 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d. J = 5. 5Hz, 1 H) 

It^fft (FD-MS, m/z) :48 5 (M + ) 
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N- {4 - [ (6, 7-->V h*j/-4-*y U;lQ 7x-;M - 

N / - (3-b"U frl/7 (2 4 9) 

6, 7-vy.h*v-4- (4-7;;7xy + y) *>"J> (52mg)4 
h^x> (5ml) tiartftjSJmu MJxf-;U7$> (1ml) £J|D*.fc& x h 
■J7**y> (56mg) £flD;U 2:mD0#kS$(El*: o SJCttlc 3 - f D v?;b 
y^"U7-$> (0. 0 5ml) 12amfflMmL*:o KJ&ftlc&ft* 

W7th> (10/1) TS§a-rS'>U^7>!r%*7A^D"7 h^57^ ~{c 
.fcOfWKU iSO{t^7 1mg, W9 3%Ti#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 3 (s, 3 H) , 
3. 9 4 (s, 3H) , 4. 3 4 (d, J = 5. 5 Hz, 2H) , 6. 4 0 (d, 
J = 4. 9 Hz. 1H). 6. 7 2 (t. J = 6. 1Hz, 1 H) , 7. 12 

(d, J =9. 2 Hz, 2H) , 7. 3 5 (m, 1 H) , 7. 3 7 (s, 1 H) . 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2H), 7. 72 (d, 
J = 7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) . 8. 73 (s, 1H) 

@*##fte (FD-MS, m/z) :4 3 0 (M + ) 

H»J2 14 

N- {4- [(6, 7--?y h*'>-4-*7'J;IQ 7x-;U} - 

N' - (4-b'US?;M?-;l) frU7 (2 5 0) 

6. b + i/-4- (4-7;y7x; + y) *yj> (52mg) £ 

hJljLy (5ml) fcinaMgJB U Mx?-;l,7S> (1ml) fcftulfcau h 
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r*T- » CO 06..) «*- l**—"* 

1H) ' 6 - 40( ' 5 H 2H).7.38Cs.lH). 

ou\ 7 2 0 (d, J =5 - 5H 
Z ' ,m 7 5 4 (s. 1H). 7. 81 (.. 

7 . 42 (d, J-8. 6Hz. 2H). 7- 64 1 

t c t;H? 1H) , 8. 49 Cd. J " 
1H), 8. 42 Cd. J-5. 5H2, 1 ^ 



z, 2H) + 
M5W»(FD-MS. »/«> : 4 3 0 (M 



r. III .1 V ' ' |-> 7*-"" 

N ' _ f f 1 --wrf-ilT : ]~J*.—>v± 

twy (5ml) Ctt« l > ^ ' u _ !Jif 
„„*y., (55m.) *»U 2<W-W«<*- ^ " ' * 
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\>yy7j-££ionmL &JS©fl:£$j£12mg, JR*1 5%X-ntz 0 

1 H-NMR (DMSO-dg, 500MHz) .6 2. 87 (s, 6H), 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz, 
2H), 6. 40-6. 43 (m, 2H), 6. 70 (d, J = 9. 2Hz. 2 
H) , 7. 13 (d. J=8. 6Hz, 2H) . 7. 14 (d. J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) . 7. 52 (d, J = 
9. 2 Hz, 2H) . 8. 4 4 (d, J =4. 9 Hz, 1 H) , 8. 5 7 (s, 
1H) 

nm^m (FD-MS, m/z) :4 7 2 (M + ) 
3U6W2 16 

N- {4- [ (6, b*i/-4-*S UdQ 7x^;M - 

N' - (3, 5-^-hP7x-;lQ 7U7 (2 5 2) 

6, 7-?y^f-4- (4-7S y 7xy */) +yj > (5 4mg) £ 
h;Ux> (5ml) Cfln8ti§j|?Lrt:gL 3, 5 - : J- h a x-;U-f V ->7*- 
h (8 1mg) *Jn^ 2 0aHJffll!*flELfco n o*;UA/7* 

h> (10/1) T'Jg§gt'5v/>J^>r>'U^5A^D^h^57^--UJ:t)fl^U 
^©{t£$j£ 5 3 m g , 5 7 %Ti#fco 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 9 5 (s, 3H) . 6. 4 6 (d, J = 4. 9 Hz, 1 H) , 7. 2 4 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J = 8. 5Hz. 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 73 (s, 1H) 

MbWNt (FD-MS, m/z) :5 0 6 (M + +l) 
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H»J2 17 

N- ('>^o^\^S/;U) -N / - {4- [(6, 7 - h*->- 4 -*J 'J 
;l) ^-4->] y^-Jl] frU7 (2 5 3) 

6, 7-->V h*->-4- (4-7;;7x; + '» +>"J> (2 0 0mg) 
£h;l,x> (5ml) fcan!!&8PLfcfc> ^D^->;Wvy7^-l« 
(3 4 0mg) £jD;i N 8 0-9 0tT3 0 ^BHDlMIEft L fc G RC^tK^Jd 

1) TSK-r5v"J*y^7A^D'7h^77-f r-cktjfgjju *ffl©-ffc& 
«B*2 1 0mg x JK*7 4967?f&fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 11 — 1. 2 2 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2H) , 1. 5 6-1. 66 (ra, 2H) , 
1. 6 8-1. 7 8 (m, 2H), 1. 96-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6H), 4. 58 (d, J=7. 9H 
z. 1H), 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) . 
7. 13 (d, J=8. 6Hz, 2H). 7. 42 (d. J=8. 6Hz, 2H) 
, 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d. J=4. 9H 
z, 1H) 

Sft^tfHS (FD-MS, m/z) :421 (M + ) 
H»J21 8 

N- (3. 4-^7;l/tD7x-;l/) -N' - {4- [ (6, 7- ; J/ 
-4-*y'JJU) 7*-Jl} (2 5 4) 

6. (4-7 \ J Z>*;*is) *J U y (5 Omg) £ 

h;ux> (5ml) ldJn*l®A?U h'Jx^;U7$> (1ml) «n*.fcfc N h 
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';7*X$*> (5 5mg) fcJmU 3AmmM.mi1z<> Kl6ttlw3. 4-^7 
^°7->J> (6 6mg) ^JD^ 2 0^JDJIftiI«ELfco Sffc&K&IfckS 

*U «R*ifi»^h 'j^ATiaiLfco «ET»ttteS±U ££it£*no*;i, 
A/7-trh> (10/1) TgMtSi/'JrtY^a^A^D-eh^^-KJ: 
DflWHU «JBlOft^«*6 3m g. J»8 3%T$fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 3 (s, 3 H) , 
4. 0 6 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 6. 9 6- 

7. 0 2 (m, 1H) , 7. 0 2-7. 1 0 (m, 1 H) , 7. 1 1 (d, J = 

8. 5Hz. 2H) , 7. 4 1-7. 4 5 (m, 2 H) , 7. 4 8 (d, J = 
8. 6 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 7 2 (s, 1 H) , 7. 7 4 
(s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

%Mto$m. (FD-MS, m/z) :45 1 (M + ) 

%MM2 1 9 

N- (2, 4, 5-h'J7^o7x-;b) -N' - {4- [(6, 7-->y 
h4-->-4— fryjju) ^4-->3 7x-;l/} (2 5 5) 

6, 7-yy h*«>-4- (4-7;;7*; + '» *;'J> (50mg) £ 
f^x> (5ml) lcflD&igA¥U MJxf-*7S> (1ml) fctnifcflU h 
'J"7**y> (55mg) fcjn*^ 3^HHn.*«Lfco RJ£»K:2. 4, 5- 
h'J7Wn7-'J> (7 5mg) Ztiaz., 2 0&miMXMliz o K&miz&i 

m&mi- b u "7A*«*«rjp^ i»xf-;i/-e2iHi}iiittjLfca«ji*iaftAifi 

u*A,J*/T*h> (10/1) •eJ8Ht*5/'J*y**5A^n-eh/57^ 
-K«fct)f8SgU *fi©ft&4&£5 8m g> JRs£7 3%T-*tfc 0 
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H — NMR (DMSO-d 6 , 5 0 0MHz) : <5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J =8. 6 H z, 2H) , 7. 4 0 (s. 1 H) , 7. 5 2 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H) , 7. 6 2-7. 7 0 (m. 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d. J=4. 9Hz, 1 H) , 
8. 76 (s, 1H) , 9. 23 (s, 1 H) 

MS##Hfi (FD-M.S, m/z) :4 6 9 (M + ) 

IUS0J2 2O 

N- (2, 4, 6-h'J7^D7t-Jl/) -N / - {4- [ (6, 7-S?/ 
h*->-4-*y'J;l/) 7x^} -7 1/7 (2 5 6) 

6. h + >>-4- (4-7;;7xM'» +7'J > (5 0mg) £ 

h^x> (5ml) izTJD^^^L^ HJx^7;> (1ml) £jD;Lfc» N h 
(5 5mg) £*jn;l, 3^BBJlBIMi«ELfco RJSttfc2. 4, 6- 
MJ7A*o7-'J> (7 5mg) SAD*, 2 OaiWnftlftL^ 

h U ^ATk^^to^.. ««xf-;UT2®flllibL^*IIMI*|jffliAit 

Uyh)lA/7-th> (10/1) T*ggg-r5v/';^>!f;U^7A^D-7 bfyVj 
-fciOflKRU £S©ft&#|£3 7mg N iR^4 7%T'^7t 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 43 (d. J = 5. 5Hz, 1 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 29 (t, J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (6, 1H), 7. 58 (d, J = 8. 6Hz, 2H), 
8. 07 (s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 14 ( s , 
1H) 
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E*£UHi (FD-MS, m/z) :4 6 9 (M + ) 
HJS0I2 2 1 

N- (2, 3, 4- h 'j7^tD7x~;l/) -N / -{4- [(6. 7-S?y 
h^>>-4-^y 'J;U) 7.x-;!/} 71/ 7 (2 5 7) 

6, r*v/-4- (4-7i;7i; + y) +;U > (5 Omg) £ 

h;Ux> (5ml) £jD*tigHU h'Jx?-;l,7S> (1ml) *m*.tz.'&^ h 
'J7^y>(5 5mg) ^ 3^Paniai«LLfco Softie 2. 3, 4- 
MJ7Mo7^'J> (75mg) ^Jn^ 2 O^JD»iB«ELfco KJEttfcft 

ojj-wl/A/7-fe h> (10/1) T'ISt 5 •> 'J * 7A?D7h^'77-r 
-fc*0f»«U 3UI©fl;£tt*l 8mg N JR¥2 3%T»fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz. 1 H) , 7. 23 (d. 
J = 8. 6 Hz, 2H) , 7. 2 5-7. 3 3 (m. 1 H) . 7. 3 9 (s. 1 
H) , 7. 52 (s, 1H) , 7. 59 (d, J = 8. 6Hz, 2 H) , 

7. 8 5-7. 9 2 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1 H) , 

8. 73 (s, 1H), 9. 21 (s, 1H) 
M3Wf* (FD-MS. m/z) :4 6 9 (M + ) 

HJS0I2 2 2 

N- (2, h*->7x-;U) -N' - {4- [ (6, 7->M h*-> 

-4-*yj;U) 7 J.-JI) vU7 (2 5 8) 

6. 7-^ h + i/-4- (4-7^7xy + » *^ »J > (5 6mg) £ 
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h^x> (5ml) Ktn&*J*U h>;x^>U7i> (1ml) £1jQz.tz'&, h 

•j7*xy> (66m g ) zm*.. ztimimmitzo Kmmz2, 5-^ 

h + >7^'J> (1 0 2mg) fctJD*., 1 0».HMLfc o ^C^IC^tK 

;UA/T-bh> (10/1) T®K-rS'>U*y;l//7"7A^o^ h^57>f-|C 
«fc£*t$!!U %m®lt&®Z8 lmg, JR^9 0%T»fi*:o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<53. 68 (s, 3H), 
3. 78 (s. 3H). 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J = 5. 5Hz, 1 H) , 6. 53 (dd. J = 3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 7. 5 2 (d, J =9. 2 Hz, 
2H) , 7. 5 5 (s, 1H) , 7. 5 7 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1H) 
nmmm (FD-MS, m/z) : 4 7 5 (M + ) 

zmmz 2 3 

N- (3, 5--:?;< h*»>7xx;i/) -N' - {4- [ (6, 7-i>V h*-> 
-4-*y U;U) 7xx;l/} 9U7 (2 5 9) 

6, 7-v?y h + i/-4- (4-7i;7x; + -» (53mg) £ 

WUx> (5ml) izta&mfRL h'Jx^;U7$> (1ml) £in*.*:&. h 
»J7*xy> (lOlmg) *jDit^ 4 Lfc e R&&C3. 5-v 

^ h+i/7-U> (6 2mg) £flu*.> 1 3#rat)D&SKfcl*:o Sfcfttc&llTK 
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JUA/7-t?h> (10/1) ■CJRHW"*i/U*y;U^7A^OTh/57^-H 
* 9 f*»l U &m<0<t&Vn% 85mg, JR^lOO %T*'&tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 3 (s, 6 H) , 
4. 0 0 (s, 3H) , 4. 0 3 (s, 3 H) , 6. 1 8 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s. 
1H), 7. 09 (d, J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H) , 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

Sfi^tfrii (FD-MS, m/z) :4 7 5 (M + ) 

Hife0J2 2 4 

N- (2, 3-i?7;btD7x-;b) -N' - {4- [ (6. 7-^> 
-4-4yj;i/) 7x^) 9U7 (2 6 0) 

6, h + ->-4- (4-7;/7x; + -» *VU> (5 0m«) £ 

h*x> (5ml) KiQ&fcjgU MJx^;U7£> (1ml) £flD;Lrt:& N h 
>J7**y> (5 5mg) ^ 3»IBtaJKMtLfco RJB»IC2. 3-5*7 
^°7-'J> (5 1ml) *tDi, 2 0£P£fln&a&ltl*:o S^^KtK* 

A/7*h> (1 0/1) TJggitSv";^y;l/*7A^D-7h/77>f-lc«k 
t)IW!U ^SOft^S- 6 Crag, JR$7 9%T^ 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz. 1 H) , 7. 02- 
7. 0 8 (m, 1H) , 7. 11-7. 19 (m, 1 H) , 7. 2 3 (d, J = 
9. 2 Hz, 2H) . 7. 3 9 (s, 1 H) . 7. 5 2 (s, 1 H) , 7. 5 9 
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(d, J = 9. 2Hz, 2H), 7. 94-7. 99 (m. 1 H) , 8. 47 
(d. J = 4. 9 Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
WMftVm (FD-MS, m/z) : 4 5 1 (M + ) 

N- (3, 5-y7Wa7x^;l/) -N' - {4- [(6, 7-->7h4-> 
-4 U;U) 7x-i} (2 6 1) 

6, 7-v^ h + v-4- (4-7i;7x; + -»+/'J> (5 0mg) £ 
h;Ux> (5ml) {C^jgj^U h'Jx^^7^> (1ml) £jD*.fc& x h 
>J7*xy> (5 5mg) 3$®tQM3&mitz 0 KmizZ, 5-/7 

;M-dt^U> (6 6mg) *Jd;<L 2 O^SD^ii^Lfco S^I^KtK^ 
± h 'J •7A7k^^m> ^Kx^;i/T'2lsl«itii L^mWtSS^tafD^TKm 

A/7-feh> (i o/i) Tjg§i-rs'> , ;*y*^^5A^D-7hr77-f-{c«k 

iiO{b^4 9mg, JR^6 4%T^ 0 

* H — NMR (DMSO-dg. 5 00MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H), 7. 16-7. 26 (m, 4H), 7. 39 (s. 1 H) 
. 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 7 
(d. J = 4. 9 Hz. 1H) , 8. 9 9 (s. 1 H) . 9. 12 (s, 1 H) 

MJMJfft (FD-MS, m/z) :45 1 (M + ) 
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N- (2, 3, 6- HJ7;U*o7x-;lQ -N' - {4- [(6, 7-->V 
h^->-4-4-y »J;U) 7xx;U} frU7 (2 6 2) 

6, 7-v?y h*<>-4- (4-75;7i;*«» *;'j>(50mg) £ 
h;Ux> (5m 1) fcfla&}$#U h'Jif;!/7;> (1ml) h 

'J7txy>(5 5mg) ^ 3#mm!mmuz 0 K&mtz2, 3, 6- 

h 'J 7Md7- 'J > (5 3m 1 ) £;0n*.> 2 0£Man»itffilfco KfotiUzm 

a*jll*/r-bb> (10/1) TJg^-r^i/'J^y^^^A^ov h^*^7>f 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 15- 
7. 25 (m. 3H), 7. 3 3-7. 44 (m. 2 H) . 7. 52 (s, 1 H) 
, 7. 5 9 (d, J =8. 6 Hz, 2H) , 8. 4 1 (s. 1 H) , 8. 4 6 

(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 

R*£*r« (FD-MS, m/z) :4 6 9 (M + ) 

HJ&0J2 2 7 

N- (2, 6-i?7;M-P7x-;U) — N / - {4- [ (6, l- ! Jt 
-4— 7x-;U} (2 6 3) 

6, h*i/-4- (4-75 ;7x/ + '» */'J> (5 0mg) £ 

h^x> (5ml) tzlaimmifz^ 2, 6-/7Wo7*-^vm 
-h (10 4mg) Ztia^ 3 0&mmMmitZo tffttJLT*fcttftJfeit»u 
h >TifciM-S C i Jwck t) SflOftM* 5 7 m g^ iR$ 7 4 %T*§*: e 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 13- 
7. 2 5 (m. 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 15 

(s, 1H). 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 

M5Wr#(FD-MS, m/z) :451 (M + ) 

H8S0J2 2 8 

N- [2, 5-b*7, (h'j7^D^Jl/) 7x^1] -N / - (4- r (6. 

h4y-4-4;'J^) 7x-;H frl/7 (2 6 4) 

6, 7-i^y h*S/-4- (4-7;;7xy*-» *y»J> (5 0mg) £ 
h^x> (5ml) i:]5DML, h;x*;U7 5> (1ml) *flo*.fc«U h 
V7*ZY> (5 5mg) ^Jd^, 3^Wftl«aB(ELfco SJC«lc2, 5-fcfT. 
(MJ7;!,*a/*;l,) 7-'J> (79ml) *Jp*. N 2 O^IHttoiliWtLfco 
h 'J 7A*8»«n*.* it#x^T2®ttdJLfc&WtSUI 

g&£?oo*;UA/7-fe h> (10/1) ^ V*fJl<*y A? o? 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =4. 9 Hz. 1 H) . 7. 2 4 (d, 
J = 9. 2 Hz, 2H) , 7. 4 0 (s. 1 H) , 7. 5 2 (s, 1 H) , 

7. 6 0-7. 66 (m, 3 H) , 7. 95 (d. J=7. 9Hz, 1 H) , 

8. 38 (s, 1H) , 8. 4 6-8. 52 (m, 2H) , 9. 70 (s, 1H) 

(FD-MS, m/z) :55 1 (M + ) 
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HWJ2 2 9 

N- (2, 4- : J* ^->7x-ib) -NT - {4- [ (6, l- : Jt 
-4-*7U;lQ 7x-^) 7U7 (2 6 5) 

6, 7-S» (4-7;;7x;*-» *y 'J > (5 1mg) £ 

h^x> (5ml) IztiammU h*)x.**7i> (1ml) £Jn*.*:gU h 
•J7**Y> (7 2mg) ?rtjD^ N 3 ^BBftMIMi* L fc 0 Rl5«Jc2. 4-v> 
h + ^>7-'J> (6 0mg) ^Jn^ N 1 l^HKn«Ml«ELfco R^tticttibk* 

i*/7-t?h> (10/1) T?BHtS'>'J*m7A^n-7 ^77>( -lc«fc 
D*I«J!U ^S©{b£$j£4 4mg N JR^5 3KT'^fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : S3. 74 (s, 3H), 
3. 8 0 (s, 3H) , 4. 0 3 (s, 3H) . 4. 0 5 (s, 3H) , 

6. 4 4-6. 5 1 (m, 3 H) , 7. 0 6 (s. 1 H) , 7. 1 2 (d. J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 4 9-7. 51 (m. 3H) , 

7. 57 (s, 1H), 7. 86 (d, J = 8. 6Hz, 1 H) , 8. 48 (d, 
J-5. 5Hz, 1H) 

MKMffflt (FD-MS, m/z) : 4 7 5 (M + ) 

H&0I2 3O 

N- (2-?pp7xx;U) -N' - {4- [ (6, h*»>-4-* 
J*))V) 7 1/7 (2 6 6) 

6. 7-v?^ h*v-4- (4-7;;7i/ + -» +7 U>^(5 2mg) £ 
h^x> (5ml) fcJn*WMLfeftx 2-^oo7x-Mvm-h 
(0. 0 5ml) fcJJD*. 3 0 ftHaDn&ififlE L tz a R«»«*^dd*u/7 
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* h > (1 0/1) TS§§-r5v/'J^y;U^5A^ a-7 ^77>f -ICtDHSI 
U *HO{t^«l*6 4mg % R¥8 l%vniz 0 

X H-NMR (CDClg, 500MHz) : 54. 01 (s, 3H) , 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J = 8. 6Hz, 2H), 
7. 26 Cdd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d. J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H) , 8. 37 (s, 1H) , 8. 50 (d, J = 5. 5Hz, 1 H) 
KA&VftL (FD-MS, m/ z) : 4 4 9 (M + ) ,451 (M + +2) 

H&0J2 3 1 

N- (3-^ PQ7x-;b) -N / - {4- [ (6, V*i/-4-* 
J X ))V) ***/\ 7 (2 6 7) 
6, 7-xV h + ->-4- (4-7^y7jLy + » +y >J> (5 2mg) ^ 
(5m 1) Iwtoiki&JBLfcfiU 2-?DD7x-Mvm- h 
(0. 0 5ml) ^Jn^ 3 0^j»JP|Syg«ELfco M^?dd*W7 
* h > (1 0/1) TrS^-r^^'^y^^^A^D^ 

* H-NMR (CDC 1 3 , 5 OOMHz) : <5 3. 9 8 (s, 3H) , 
4. 03 (s, 3H) . 6. 41 (d, J = 4. 9Hz. 1 H) , 6. 9 9 (d, 
J = 7. 9Hz, 1H), 7. 09 (d, J=8. 5Hz, 2H), 7. 16 

(dd. J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 38 (s, 1H) , 7. 4 2-7. 4 4 (m. 3 H) , 7. 5 6 

(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d. 
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J = 5. 5Hz, 1H) 
MMfttirW. (FD-MS, m/z) :4 4 9 (M + ), 45 1 (M + + 2) 

HWJ2 3 2 

N- (2, ^->7x^l/) -N' - {4- [ (6, 7-v> h^>> 

~4-*rJ U;U) 7x-JU} frU7 (2 6 8) 

6, 7-;n^y-4- (4-7U7x> ij > (5 2mg) £ 
h^x> (5ml) ictjD^jSLx h'Jxf-;b7$> (1ml) fcflD*.*:^ h 
U7*x>f> (74mg) 3#Efln&ig&lEl^o £fSfcK2, 3-S^ 

h*i/7-U> (0. 0 5ml) ^j&D^ l l^JDifta^Lfee SJt^l^K 

*;l<A/7-fe h> (10/1) T'JllitSv/U^yVU^^A^DV 
K«tt)*!$i!U mm<D4b&®Z8 3mg, mi 0 0%Tl#fc e 

* H -NMR (CD C1 3 , 5 0 0MHz) : t5 3. 72 (s, 3 H) , 
3. 8 4 (s, 3H) , 4. 0 2 (s. 3H) , 4. 0 5 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) . 7. 13 (d, J = 

9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 54 (d. J = 8. 6Hz. 
2H), 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s. 1 H) , 8. 50 (d. J=5. 5Hz, 
1H) 

Kfi##HI (FD-MS, m/z) :4 7 5 (M + ) 
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mmm2 3 3 

N- (4-b Ka^^7^~;b) -N' - {4- [ (6, 7 -it* 
-*JV)\,) ** ; A 7i-il} 7 1/ 7 (2 6 9) 

N- (4-<>v;^+i/7x-;U) -N' - {4- [ (6. 7-->V h + y 
-4- + V U;10 7x-;H 71/ 7 (2 2 8mg) £N, N- 

*;l/A7 S K/ft»xf-;l/ (15ml/20ml) h »x^;U7 i > 

(4ml) £Jn;lfcgL 20%7KItft'^7A (1. 1 8 g) fcflOiU 

iM^on<tW7th> (1 0/1) TSB8*a->y#y^#5A* 
D7h^77-f-ia»)lill!U ii©ft^l8 8mg, TO10 0%T*^ 

/Co 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 8 (s, 3 H) , 
3. 9 9 (s, 3H) , 6. 6 0 (d, J =5. 5 Hz, 1 H) , 6. 6 8 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J = 8. 5Hz, 2 H) , 7. 22 
(d. J=8. 5Hz, 2H), 7. 47 (s. 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s. 1 H) , 8. 58 (s, 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
Wk&Vm (FD-MS, m/z) :4 31 (M + +l) 

HWJ2 3 4 

N- (4-74? h*»>7x-;l/) -N / - {4- [(6, 7-^h»i/-4 
-*VUJl/) 7x-JU} 7 1/7 (2 7 0) 

N- (4-kKo+->7x^) -N' - {4- [ (6, 7-5>y h*v-4 
-*y»J;U) 7x-;H 7 1/7 (4 7mg) £&fty^l/> (6ml) 

fc*»U h«;xf-^7S> (2ml) £JD;1*:&> mfrmt (0. 5ml) £ 
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ia»Lfc 0 ttETOBifcffiU IHI**Do*;UA/7-trh> (10/1) T 

SIIBt 5 V/'J *7 ff Jli3 7 1* $ D -7 h ?7 7 4 - K «fc *) MtS! U *«©-ft^tt* 

3 5mg, iK$6 8%T'*§fc e 

1 H-NMR (CDC 1 3 , 500MHz) : 6 2. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s, 3 H) . 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d. J=8. 6Hz, 2H). 7. 11 (d, J = 9. 2H 
z, 2H). 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
. 7. 4 0 (s, 1H) , 7. 4 5 (d, J =9. 2 Hz, 1 H) , 7. 5 6 
(s. 1H), 7. 56 (brs. 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

MS£#rH (FD-MS, m/z) :4 7 3 (M + ) 
HWJ2 3 5 

N- (3, 4, 5- h 'jy r-*'>7^;lQ -N' - {4- [ (6. 1-*J/ 

7^_;U} 9 b7 (2 7 1) 
6, 7-v?y h^>- 4 - (4-7?;7x; + >» (5 2mg) £ 

(5ml) KjD&&A?U h'Jxf-;U7^> (1ml) fcftlifcSU h 
•J7*xy> (6 6mg) £to*.x 2£RMI!«»Lfco RJCttK3. 4, 5- 
f J* h*v/7-U> (7 6mg) *Dd* % 1 9affljDfl^Lfco 

*;uA/7-bh> (l o/i) a* 0^^574 - 

KJ^fUMU 3Wi©fl:6«*7 6mg, JR$8 7%T»fco 
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H-NMR (CDC 1 3> 5 0 OMH z) .6 3. 8 1 (s, 6H) , 
3. 8 3 (s, 3H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 

6. 4 4 (d, J =4. 9 Hz, 1 H) . 6. 6 9 (s. 2H) , 7. 1 2 (d, 
J = 9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (brs, 1 H) , 

7. 48 Cd, J=8. 6Hz, 2H) . 7. 57 (s. 1 H) , 7. 58 (s, 
1H) , 8. 4 7 (d, J=4. 9Hz, 1 H) 

JM#3rffi (FD-MS, m/z) :5 0 5 (M + ) 

IUfe0!l2 3 6 

N- (2, 4-v?7;M-a7x-;U) — N T/ - {4- [ (6, 7-?> 
-4— fryj;!/) 7i^;l/} frUT (2 7 2) 

6, h + i/-4- (4-7i;7x; + y) ^7'J> (1 0 Omg) 

£hJbx> (1 Oml) izmmmmit:^ 2, 4-v7WD7x-HVy 
7*-h (120ml) £Jd*. n 3 0 ^RHnHHiSiCE L ^ 0 tfitiLTfcfcISS** 
h;Ui>Tft&t£C£K£O^0ft&#j£l 2 8mg, iR^8 4%Tr 

1 H-NMR (DMSO-dg, 500MHz) :<5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =4. 9 Hz, 1 H) , 7. 0 3- 
7. 1 0 (m, 1H) , 7. 2 2 (d, J =9. 2 Hz, 2H) , 7. 2 8- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 0 5-8. 1 2 (m. 1 H) , 

8. 4 7 (d, J =5. 5Hz, 1 H) , 8. 5 2 (s, 1 H) , 9. 1 5 (s, 
1H) 

Mt£*Hi (FD-MS, m/z) :451 (M + ) 
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H&0J2 3 7 

N- (2, 5-^7^*0 7 x-;lQ -N' - {4- [ (6, 7-^j* 
-A-*cJV)V) 7U7C2 7 3) 

6. 7-->V h + i/-4- (4-7;;7x; + -»+;i;>(i00mg) 
£h;Ux> (10ml) ICjM&fl?Lfc&> 2, 5--/7Wd7x^Wv-> 
7*-b (12 0ml) £Jn*., 3 0^PaftDjftjB«ELfco «ff±S LTfcfcfegfcit 
WU h^x>"eft*t«^iCJ:t)aBcD{b^«5^1 3 2m g> JR*8 7«T? 

X H-NMR (DMSO-dg, 5 0 0MHz) : 8 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1H), 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2H), 7. 2 7- 

7. 33 (m. 1H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 4 7 (d, J = 5. 5 Hz, 1 H) , 8. 7 8 (s, 1 H) , 9. 2 7 (s, 
1H) 

n&ftVrm (FD-MS, m/z) :45 1 (M + ) 
HWJ2 3 8 

N- (4-7;;-2-^no7xz;l/) -N' - {4- [ (6, Y 
*v-A-*j y))V) 7x-;M 71/7 (2 7 4) 

N- (4-^ do- 3-- ha7x-;l/) -N' - {4- [ (6, 1-*J/ b 
^•>-4- + y ij;U) ^ + 7x-;U} 7t/7 (15 0mg) ^^dd*U 
/^^y-;b/7K (10ml/13ml/3ml) KfcJBU h >J «? 

A (5 01mg) £flD;L> 6 O^fcTS 0£R3iK#L*:o * n o*;uat-21h]||& 
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*«£S*U KS**nn*;UA/7-t?h> (10/1) VgffltZi' l )i3Y 
Jl*?l*?u^by ; 77 4-lz.±t)mML $Xff>M£fo*A 8mg, iR$34 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 4 (s. 3H), 
3. 94 (s, 3H), 5. 14 (b r s, 2H) , 6. 43 (d, J=4. 9 
Hz. 1H), 6. 51 (m, 1H), 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1H), 7. 48 (d, 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) . 7. 56 (d. J = 8. 5H 
z, 2H) , 7. 8 3 (s, 1H) , 8. 4 5 (d, J = 5. 5 Hz, 1 H) , 
9. 1 0 (s, 1H) 

M£#ril (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + + 2) 

HJS0J2 3 9 

N- {4- [(6, 7-S?y h*->-4-*7 U;IQ ;Mr»>3 7xxjj,} - 
N' - C2-xh4^^>>l/^-;i/7 3 :^;L/3 9 1/7 (2 7 5) 

6, l-Vi h*is-4- (4-7U7i; + -» *>"J>(100mg) 
£h;Ux> (10ml) KJn&fgASU h'Jx*;l,7$> (lml)^jD^.^ 
h'J7txy> (lOOmg) 2^Bno«ia«Lfco RJSttfcx*;!,- 

2-7^ yO>/i-h (84mg) £Jn;U 2«rBBJnlMBILfco 

D-tJU/7th> (10/1) TSBB*S>' 1 J*Y>l'rt7A?nvr$' , 574 
-K«J^*S8gU &jS©<t&%£8 6mg N JR*5 2J6-e»fc 0 

1 H-NMR (DMSO-dg, 90 MHz) :<51. 37 (t. J=7Hz, 
3H), 3. 94 (s, 3H), 3. 94 (s, 3 H) . 4. 38 (q, J=7 
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Hz. 2H). 6. 47 (d. J=5Hz, 1 H) , 7. 1-8. 1 (m, 9H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1H), 
9. 92 (s, 1H), 10. 10 (s, 1H) 
KB##flI (FD-MS, m/z) :4 8 7 (M + ) 

HJfe^J 2 4 0 

N- (2-^W7x-;l/) -N' - {4- [(6, 7-->V h*t/-4 
-*yi);tQ 7x-;U} frUT (2 7 6) 

6, 7->7h*^-4 - (4-7;;7x;*-» +;>J> (1 3 lmg) 
£h^x> (13ml) Kitafl&igJBU h*)*1-Jl7i> (2. 6ml) £J)D;i 
fcftx h'J7*7.y> (1 52mg) fciD*.. 2^jD^iS»ELfco SJS«IC2 
-^;l^*T-U> (0. 11ml) ^-Jd^ 10»WLt, SJSft 
Iw£S?tK^ HJ «7 A7K®&£tJD^ ? n □ 2 [atfi&fcfci Itz'miWm £t& 

ft*JI*TifcfrU ^W*h!J*ATl£IILfco «ET«ttt*BiLx gift 
£?no*;l,A/7-t? h> (4/1) TS^^-S is U ft Yfoil fA^nvh £*5 
^-K^fi^U £S<Dft£&l£2 9mg, •JR*14%Tf»fc 0 

1 H-NMR (DMSO-dg, 500MHz) : 6 2. 50 (s, 3H), 
4. 00 (s, 3H). 4. 00 (s, 3H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 15 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3H) , 
7. 45 (s. 1H), 7. 48 (d, J^=7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d. J = 8. 5Hz, 2 H) . 7. 99 (d, J = 7. 9H 
z. 1H) , 8. 2 4 (s, 1H) , 8. 5 3 (d, J =5. 5 Hz, 1 H) , 
9. 6 1 (s, 1H) 
M£ffM(FD-MS, m/z) :461 (M + ) 
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4 1 

N- [3, 5-tfx (HJ 7;M- oy 7 *.=JlO -N / - {4 - [ (6. 
7-vV h*'s-4-*; >)Jl) 7x-;U} 9U7 (2 7 7) 

6, 7-2?y h**>-4- (4-7$;7*; + i/) *y >J> (50mg) * 

h^x> (5mi) izmmmmu hjx*;u7s > umi) h 

■J7**Y> (5 5mg) £7JD*. N 35}F B m%iS^L^o RJS«lc3, 5-kTx 
(h'j7^D>f-;l/) 7-U> (116mg) *fln;U 2 0 £IBIJD*«»E I fc 0 

afi£*DDsM,i,/7-feh> (10/1) T l JRSI1 _ S*>U*y^*5A^D-7 
h^5 7^-jz«kt)^SS!U aBO^b^»*5 4mg, JR*5 896TSfco 

H-NMR (DMSO-dg, 5 0 0MHz) : S3. 93 (s, 3H) , 
3. 94 (s, 3H). 6. 45 (d, J = 5. 5Hz, 1H), 7. 23 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d, J = 9. 2H 
z, 2H), 7. 62 (d, J = 9. 2Hz, 2 H) , 7. 64 (s. 1 H) . 

8. 1 5 (s, J =5. 5 Hz, 2H) , 9. 13 (s. 1 H) , 

9. 43 (s, 1H) 
M5W?tt(FD-MS, m/z) :551 (M + ) 

IU60J2 4 2 

N- (3-^DD7 , pe;U) -N' - {4- [ (6, l-*Jt h*»>-4-* 
^ UAQ 7x-;l>) 91/7 (2 7 8) 

6, 7-S» h*i/-4- (4-7;;7x; + i/) t;U> (50mg) * 
bJlx.y (5ml) CttflR&ffU KUxf-;P7 5> (1ml) fcJnfcfcBU h 
U7**y> (5 5mg) £flq;u 3 £M2nftSffl L *:<> RiCttC 3 - * o o 7 s 
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ot';U7-'J> (6 6mg) *Jd*. % 2 0WH1]QmMmitz o Kfomzfcmm 

A/7-bh> (1 0/1) T-Jg^t^^'My^^7A^Dvh^57^-{lJ; 
«9*fS8U %m<D4t&%}£2 6mg, JR$3 7%T*§fc 0 

* H-NMR (DMSO-dg, 5 0 0MHz) : 51. 87-1. 94 (m, 
2H), 3. 20-3. 27 (m, 2H), 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 50-7. 55 (m, 3 
H) . 8. 46 (d, J=4. 9Hz. 1 H) , 8. 61 (s, 1 H) 
n&ftVrm (FD-MS. m/z) : 4 1 5 (M + ) 

H»J2 4 3 

N- {5- [2- (4-7;M-q) 7^y^>] -t'*)i?j\,} -N' - (4- 
[(6, h^y-4-^y -7z.-M 91/7 (2 7 9) 

6, h*i/-4- (4-7U7i; + ^) (5 3mg) * 

WUx> (5ml) \zUammU h';x^;U7^> (1ml) SrJjn*.*:^ h 
U7*xy> (5 8mg) fcta*., 4^Jn|feiSML/Co W:5-7U- 
2- (4-7^o) 7xy + yk''J^> (9 5mg) £Jn>U 1 9#™$ig 
&KLfc 0 Sf5»[{z^K7k^h>J7A^^7JD^> I^Kx5 L ;UT2@^iisL^ 

S£U H&£?no*;kk/7-t?h> (10/1) -eg§g-r*S"J ijYJlijy 

fee 



WO 97/17329 



2 03 



PCT/JP96/03229 



H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) , 

3. 9 5 (s, 3H) , 6. 4 4 (d, J = 5. 5 Hz, 1 H) , 7. 0 1 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H) , 

8. 01 (d, J=8. 6Hz, 1H). 8. 19 (d, J=2. 4Hz, 1 H) 
. 8. 46 (d, J=4. 9Hz, 1 H) , 8. 77 (s, 1 H) , 8. 89 
(s, 1H) 

WMftftm (FD-MS, m/z) :5 2 6 (M + ) 

N- {4- [ (6. 7-i>V Y**/-4-*J *)Jl) 7i-M - 

N' - (3~> ? yf-;U7^7x^jl/) frU7 (2 8 0) 

6, l-'J* h*->-4- (4-7iy7W*i/) (52mg) £ 

h^x> (5ml) KjM&ft?U HJx^;U7^> (1ml) £tiQz.tz'& h 

U7*^y> (5 5mg) ztQz.^ 3ftfl\ijQm&mitz 0 mzfoizz 

7^7-'J>(69mg) *JD^ % 1 2^PaHD«««SLfco Sfcttl;:**!*** 

A/7«bh> (1 0/1) T-ggat^U^U^A^ovh^^-r 
•m»!U SttD{b6tt*7 2mg N ft* 8 9KT»fc 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 2. 9 2 (s, 6H) , 

4. 01 (s, 3H), 4. 03 (s, 3H) , 6. 41 (d. J = 4. 9Hz, 
1H) , 6. 4 8 Cd, J =8. 6 Hz, 1 H) , 6. 5 6 (d, J = 9. 2H 
z. 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2H), 
7. 14 (dd, J=7. 9, 8. 5Hz, 1H) , 7. 35 (s, 1 H) . 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H) , 7. 6 7 (s, 1H) , 8. 4 5 (d, J =4. 9 Hz. 1 H) 

M£#Ht (FD-MS, m/z) : 4 5 8 (M + ) 

H»J2 4 5 

N- (2-fc Ko4->7xz;b) -N' - {4 - [ (6, 7-v?y h*>-4 
-*7U;tQ frfrvQ 7x^} »t/7 (2 8 1) 

6, 7-i>y h*S/-4- (4-7^7x7 + ^) *yj> (1 0 5mg) 
£b)liL> (10ml) izmmfeMU MJx^;U7$> (2ml) £in;Lfcfk 
M7*xy> (118mg) £tnx. N 2^BIHllflMB*Lfco Rl6*fc2-7$ 
;7i;-;K77mg) £jD;i N 1 O^PalJn^SML^e RJCttfclHI*** 

*tftS*U *«©<fc6tt*8 6mg^ JR^56%T^ 0 

1 H-NMR (DMSO-dg. 500MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J = 4. 9Hz, 1 H) , 6. 7 3- 
6. 88 (m. 3H), 7. 20 (d, J = 8. 6Hz, 2H) , 7. 39 (s, 
1H), 7. 52 (s, 1H). 7. 59 (d, J=8. 6Hz, 2H) , 

8. 03-8. 08 (m, 1 H) , 8. 19 (s, 1 H) , 8. 47 (d, J = 
5. 5 Hz, 1H) , 9. 4 6 (s, 1 H) , 9. 9 5 (s, 1 H) 

(FD-MS, m/z) : 4 3 1 (M + ) 
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mmM2 4 6 

N- (3-fcKot->7x-;^) -N' - {4- [ (6, 7--^>h^y/-4 
-*7'JJtQ y^sLji) our (2 8 2) 

6, 7-->V h + ->-4- (4-7;;7x; + -» »J > (1 1 5mg) 
£h;Ui> (12ml) lcfln&7§A?U bO^Jl7i> (2m 1 ) £}JD;t*:& N 
hU7*xy> (113mg) £flQ;i. 2£FaftlD&fi3fELfco £lt>fclc3-7$ 
y7xy-;K73rag) ^Jn^ 1 0#E;MiI&&l£o SIcT^^KtK^ 

U mm<Dit&®)$: 9 5 m g , JR^ 6 0 %Ti#fc 0 
^H-NMR (DMSO-dg, 5 0 0MHz) : 63. 94 (s, 3 H) , 

3. 9 5 (s, 3H), 6. 3 5-6. 4 2 (m, 1 H) , 6. 4 4 (d, J = 

4. 9Hz, 1H), 6. 77-6. 85 (m, 1 H) , 6. 98-7. 08 
(m, 2H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 5 8 (d, J =8. 6 Hz, 2H) , 8. 4 7 (d, 
J =4. 9 Hz, 1H) , 8. 5 7 (s, 1 H) . 8. 73 (s, 1 H) , 

9. 31 (s, 1H) 
M£5>#HI (FD-MS, m/z) :43 1 (M + ) 

HS60J2 4 7 

N- (3-b Ko*->a;l/#^;U7x^.;l/) -N' - (4- [ (6, l- : Jt 
h*->-4 U-JU) >f*v3 7x^} 7 1/7 (2 8 3) 

^!fe0lll 9 7-e^l^N- (3-ih*i/*7JU*'-;l/7x^.;l/) -N' - {4- 
C(6, 7 h**>-4 U-A-) **i/] 7x-;U} 7 1/7(19 0 
mg) ?-^;-;K3ml) fcSSPU 3 5 l ) 7 A^tt (5ml) 
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3 8«T»fc e 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J = 5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H). 7. 38-7. 65 (m. 7H), 8. 13 (s, 
1H) , 8. 4 6 (d, J =4. 9Hz, 1 H) , 8. 8 8 (s, 1 H) , 
8. 97 (s, 1H) 
M##ffi& (FD-MS, m/z) :4 5 9 (M + ) 
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^(Nephron, 22. 454 (1978)) K«fc oT««Lfc 0 Cft^ 
lO^vflSffMf (OT, FCS ifct) £#«MI 1640 igife (OT> ^%<blBS 

2 PDGF5S(»aB'J>il<blSB^ffl<PffHi 
*1T>*tfi4lBaS£2 4ft¥E7l'-M;:JMU 10%FCS *&t#&mzT2 

ummitzo wq * x*sfco«3x 1 o 4 flittoyt^T^tt^o.. 

> (ETF* B S A £■&*) *#tf«tt* 2 5 0 1 Ssfln ltz 0 c J**JlJUl** 
•>K COT. DMSOilSt) 3 8^1 

**«B?BW» (JETF\ PDGF-BB 4-0. 1% BSA££fc&ttfc8jR3*i\ 

Clft£&«&#5 Ong/nl i^-5i9lc^x;Ufz2 5/* lfojRtaU 37^ 

*^tk (pH7. 4) cetf. pbs tn+) -eaaa*a»ft. aiia^Ri^{ksg& 

(IX Triton X100 > 2mH #;l< M^S^Ht* h U lal xf-l/^yy s >4 
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&mi-vwj* COT, immt) *#t; h «j xgi&jiftji* (pH7. 
*©*»{;: * ij «si^- h >j * a cot, sds mt) h »J 

©#'J7*y;U7* KryUTSDS«»»tt*fTofc 0 VftiUKft. y;i4i©aa 

PDGF-BB ©WlDCJ:*) SBU >IMfc«ttfcP«M8tt : »1 8 OKDa ) 

PDGF-BB ^/JDfccfcSPDGF^gftOgeu >gftg£ 1 0 0% N ll£#lfc«fctfPDGF-B 

b z&tiair^te^ *MzmzsE.<) >mtmzo%tiT, &7x;u©g 
>n*bfc*tt-*i!MWi£jfca % cn*^@»iwa^tt3eLTs &bih^©pdgf 

£mgS»>ttft5 0KIBMft (I c 50 ) **HJLfc. 
**W©fc^©IOT«KSEy >Btfb5 0%IEW«g (ICJ ttl 0 0 

Mf»aH»J>W:5 0Xffl*« (I C, n ) ©tt**»2*K:*£a&T**o 
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PDGF£S{*@E'J>iMfc 
( I Cg Q : ^ M) 
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n n 7 o 


( 9 9 ft ^ 


r\ n c c 

U . U 5 5 


f 9 9 0 ^ 

^z z yj 


u. 0 3 7 
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( 9 *X 1 ^ 
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0. 0 l 9 


f 9 Q 9 ^ 
kZ 0 


0. 0 I 8 


\c o 6) 


a a i a 

0. 0 l 3 


( 0 <X A\ 


0. 0 2 4 


\£ O DJ 


a ft /I o 

0. 0 4 3 


kZ o DJ 


a a c rr 

0. 0 5 5 


\c 6 i ) 


a A "7 c 

0. 0 7 5 


(9 3 


a n 1 c 
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u o yj 
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U. UUo 
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U. 1 5 
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U. U 1 o 
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n n n n 
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i*S*ffiJ2 

imeE<Dm& fistar-Kyoto yy h (7M%i) (B*f-+ -;UXl>'<H±^ 
OX-7 a > athol.Int. I 45.409(1995)*fflOT»«L^) 2m g/ /kgOfflfi 

»**k ox-7tt$SB«k»nH2ia> sbp^^p^l^o *8gfts 

#¥L<tt*9B@l;:7? h^x-f-;b^TT-^iJL. L*;Uv >j 

5JW*T-X3 7fcLfco 

1: *^«:^lc2 5%OT©e!^ll^g[a6S 

2 : jfetfftrti:: 2 5-50 K©«fl3S££B& S 

3 : *^#F»3fc5 0-7 5%<Dmffim*m#>Z> 

4 : &&#ftlzl 5-1 0 0K©Bfl£!££ffiJ6S 

=»7£JtttU **Mft;©*|HM* (K) ^HtbL^c MmttttBartlettft 
fc*$$#fttt©lft£*fTo*:SU Dunnetj£fcJ;»)fTofc 0 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 

Ml 

4 3 Of fc£fett. MMSS^gg L -7 <y x Kfl L TEXT <DM *) £§ 

^•>xejfli^TOP3 8 8*fflflS (ATCCrt^A^) £lxi 0 6 fl£TOfc 
SSLfcCDFj-e** (B$SLC1±fr£>A^) 0KBrtK:9 BRftlBs 

1 3 0%o®*Sft**<Ka6t»nfco 



2 4b£%)1Hf4 3gHb£tl<Pfc: h/U*— 7lEfflfla (GL0 7) fcfttSStffi 
t 7«HSSGL0 7 GOtt^**ff&i?rfr*A*) «-?-Kt^7. 
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a.«fllwliH#*14BIH^ -B-lslgnB^Lfco &4&E&B©!! 

mm#mzTxtL mmmmmm (tg i r) = u-tx/cx) x 

1 0 0&7klb1z o %}4Mm<Dffl&m£\tp?\ &*©TG I RM(i 7 6%T'£!9 N 
2i^*jc. kh/y*- t*MSGL07 (0g«Utt«l**0BfcBr**A?) * 

Kv«>^ic»au n&#ff*<i o Omni 3 w&\zu*>tt&T&m<Dmm# 

5»©M«*»Tx£U WMmMM* (TG 1 R) = (1-Tx/Cx) 
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^3^ 

mmmmm 





(TG I R%) 
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7 0 
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54 
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50 
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5 0 


(194) 
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58 
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(2 3 7) 
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62 


(244) 
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(25 5) 8 6 

(26 0) 52 

(262) 8 7 

(264) 63 

(26 7) 65 

(2 7 2) 84 



®mmtm<D¥-mv%-iz k * & ? iz 1 m 4 e-t o * u 100 mg/kg 

IfZo Zftbomtf&mWBW (TGIR) OS^H^^4^{c^t" 0 

S&4H 

HHflSg *£§ (TG I R%) 

(4 3) (58) 

COL-1 colon 68 74 

St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 
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-SI9-1 0E®«£ttDBA/l JNCrj^<7X (9fltt) (B*f- + -;UX 
y><-ttfrt>A^) *ffl^fc 0 5BlO«>S/**Iia!3 7-^>0. 3%£G1&tiL 
(K-4 1, 3 7-y>ftJB?FiE6) n 1 5 mgO Mycobacterium tuberculosis 
H37Ra (Difco Labs.frt>A#) x 2. 5olCD£g&£&:te < fc 7 . 5ml© 
^7n^>K7->'a'<> K (Difco Labs. fr£A^) i^X7;by 3 >£|gj 
•IU ■5">^OJ&fi«fc3iiBB©MHT?2IiI^ lESfcOO. lml&T&^Lgtl 

w%.zm& i tz 0 m®& ^i/*7t-^iDMso £ * ti-en 1 o 

S-lK 20g©xv;Uv? 3 >tS:^.|uBfrbl 6Bffl£Btt&rt 

«£• i tz 0 mmm&omm t n * v * * 4 ko^s® b « l £ 0 

^«^4 3 0ft^O3 7-y>R«ttB8«lS^©J!ai5IBffi* («) *JKT 

7/10 7 0 

10mg/kg 1/9 11 

10 0mg/kg 0/10 0 
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it £ o m s 

i. t^; (i) T^t>^ti5+y v>^^bc;(c+^v"'j>^^ $ 




(0 



(a) XliOSfcliSTfctK Q{i. 
SI (ID : 




C l" C 5 7;U+;k C 1 -C 4 7;U3*i/*fcttC 2 -C 4 7->;l/T*5] Tf 
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5* (HI ) 




(R 3 > 



(HI) 



^ 15 

3S (IV) : 




(IV) 



(b) XfiCU StfciiCHgT&tK Q<i, 
« (V) : 




(V) 



0 1 
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aw** z>mm t> ? 1 mo^T um=? *w l r *> «t ^ 5 - 1 tz it 6 - 

MoH^O'xf o 7 'J - 5 v ^tt 9 - £ tt 1 0 - A©3BH£;©'\-f n 7 
7'J-^gtt, CN N N0 2 , OH, NH 2 ,^oy> N C^-C^M^k 

* tt (C 3 -c 10 ) 7;i^;k c 1 -c 4 7^3*->. c 1 -c 4 7^a*-> 

**#-;k Cj-CgT-^ C 1 -C 5 7>d + -> n Cj-CgT^+l/^ 

C 1 ~C 4 7;U*;l/7Sy N v- (C 2 -C 4 7;U^;b) 75A 
C0 2 H, CONH 2 , N- (C 1 -C 4 7;^;b) 7i h\ N, N-S>- 

(C l~ C 4 7;1/+;L/) 7 ^ K * C 2 -C 4 7^*;I/7? H\ hVyjlXat?- 
;k C 1 -c 4 7;b*;Uf-^ 7*-;k 11*7 x-;k 7x/ + ^ l&7x 
y + -> N 7x_;w^ |»7x-;w> 7x-;b (C j - C 4 7;l/*;U) N 
g&7 x^;i (c 1 - c 4 7;u*;l/) , t° D ->";k v-;k f y 5 v>^;k 
ey^i^k t°D ij - ;k f^U^;k tX7^-;k t^kX?-;-^ 

'J r.;k * y ;k V 'J -;k < > W ;k > W fctt 
C 2 ~ C 4 7 ft* 1 ~ 5 fi®H&£&£ LT^T Z < N B (i N 

0. S x NH, N C N N NRgt^liNORg (CCT\ RgiiCj-C^b 

2. W#N0j§£ N XteO, SSfcttCHgTffctK Q(i> 
(V) : 
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2. it (i) w*<CH-e**K xwotiittsv&t)* o>j$ ap n 

5S (III ) SfcttaS (IV) T-^£ft£, »*3Sl(=I5*0*y U >|§a?#:fc<fctf 

3. 5£ (I) ^ W*<CHT?*»K XtfOT-fc*3, 0>*5£ (II) x £ (III ) 

ttzitt (iv) T^^n^x »#5ifci2tt©*y ■>) ^RWfei^tifeoji 

4. £ (I) ifc X*<0. S*fcttCH 2 T?*0> (V) T*Sft* % 

5. S (I) *x RjfeiCfRg^ffljgfljcc 2 -C 5 7;U*;i/?*tK q# 

5* (V) (V) ck jfcitfk^OT&tK Bii, 0, s. N0R c (cc 

6 

6 . S ( I ) ^ R j J; CfR 2 Wll: C x - C 7;U+;UT** t) x 0>' 
5* (V) [5£ (V) ^ ji<0T'*^ok*q^5^ t^lij^lT^U 
^k^OT'fet), R 5 a<***fcli>*;U-e*?K Blix Ox S N NHx 
NCN. NR 6 *fc«NOR 6 (CC^ R g (* C ] - C g 7;U*;UTfc*) T 

7. £ (I) RjfcitfRgjWSgijKC j -C 5 7;l/+;UT*t)x Qrt< 
£ (V) (V) * N j£ < fctfk#£t>i;:iT-*Ox R g *<flaifc***fctt 
^f-J^tJx B(ix Ox Sx NHx NCNx NRg^fcliNORg (CCT\ 
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8. % (VI) : 



K4\ W<±CH*fettNT*t)x R 1 *J:tfR 2 ttffl»J*cC 1 -C 5 7;U+ 

s-7*?-;k t-7>;k 'OfJk -fV'Of-.Jk f^D'OfJk v/?d^ 
+ v;k ->^D^y^;k 7x-;k ^-7f-;k 7l>Jk f-x—Jk f'J>>;k£ 

li^xo7'J-;Ug{ix 7;k*"D N ^dd, 7*p*x 3-Kv >7A t Ko + 
•A -hn, 7; A >WU> i?^W;A i^xWU^ -;7d 
£^7$ A VzTl-jlTlJ^ MJ 7;ktoy?-;k ^Jk ^f-Jk 7°nf;k 
^V7*Df;k 7*^;k -f77>;k s-7>;k t-7>;k y h*A 

tt7*h*i/3^&«^Sti-B 1^5il©BSai*WLT^Tt>J:^] T$fc$ti<5 



0 
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WJiCH*fcttNT*D N j(40T?*t)^k{ilT*5K Sfcli 
j ttlTfc&frokliOT&tK Rj*JJ:0fR 2 ttfflSiJllC 1 -CgT-M^T 

DtfJk 7>;k -Yv7?-;k s-7>;k t-7*f-;k ^>^;k -fv^f 
;k ->^n^>^;k v^p's+^k '>^o^^f-;k 7i^;k ^7?-;k 

$A v?x^;U7^y N ^7ntVU7*A : J7*b7XJ^ Y *) 7 A,* u * f- 
;k y^;k ^DhT;k 'fy^otVk 7>;k -fv7*-;k s-7f- 

^k t-7f\>k n + -Aih^ ?D**i> N >fV^O!|!*5/$fcli7h 
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C 1 -C 4 7Jl/fr-;l/ N i/fiu^yf-j^ i/ta^vJW i/9 

C 1 -C 4 7Jl/3*->*;U#-;K 7x-Jk +7*JK 7U;k f-x^.;k < 

>vV>»k 7-bf-;k t°'Jv;k t"U5v?-;k t 0 n>jv^;k f^'jv^jk 

7;U*;Ug N 7'J-;i/g£rt:tt'vrn7 »J-;l/gli N A D y>, ->7A C0 2 
CONH 2 , t Ko^> N - ha N 7U, C 1 - C ^7 )\>* Jl7 i A ! J 

- (c 1 -c 4 7;i'*;W 75 a c 1 -c 5 7^n*k c 1 -c 5 7*>;k 

C 1 " C 4 7;I 'W^ M7;M*n/?-;k C 1 -C g 7^+;k Cj- 
C 4 7^3*J/;k C 1 -C 4 7^3*^*;b**-;k N- (C 1 -C 4 7;b4- 

^) 7 $ h\ N, N - (C 1 - C 4 7;U+^) 7 $ h\ C 2 - C 4 7^*;U 
7 5 h\ ifl/>^*i/, 7x-;K 7x; + 'A S^7x'Jk O'AOk 

t c Uv;k t'7S?-;k t'ij;>5-;k t"«J^^-;k *>'J^ 
•J-;b^b3l^*nsi-5fl©iI»S*WLT^T4>J:<x Bli, 0, S. N 
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H. N C N N NRgS/cteNORg (ZZH\ Rgtty^b) T*5] TgfcS 
1 1. 5S (IX) : 




^T-fctK R 5 (i(iSiJ(C7K5!l^fc{iy^^T*f9. AfiC x - C g 7;M^k 
C 2-C 4 7;U^-;K *>^n^>f-;U % ->^d^+->;K •>*o'\'7>/k 
C 1 -c 4 7;U3*2/*;i/^-^ N 7*-;k *7f-;k 7'J;k 5^^;k < 
>vV;k 7H?f-;k £ys>;k t'*)ii?-)K b'D us; ,=jk b'^y^k 
tX7^-;k *ttX7i;z^ *;b*>jy-e£>9> AT'gfc>$ft£c*ib© 

CONH 2 . bKo + k - ho N 7SA C ^ C 4 7 ;l^7 5 7 N 2 
- (C 1 -c 4 7;u+;i.) 7$A Cj -c 5 7->d+-> x c 1 ~ c 5 ^^^ 
C 1 -C 4 7Jl/+;Uf-* N hU7JU*nyf-;k C^-C^M^k C^- 
C 4 7;Un*v;k C 1 -C 4 7JHi*->*;b^;k N— (C^-C^U* 
^) 7i b\ N, N-^- (C 1 -C 4 7;U+;b) 7S K\ C 2 ~C 7;b+;U 
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f'J>?;k f^-;k fj^-;k e'J^-;k tfcli**'/ 

y-;w>bJW!*nsi-5ffloii»**LT^T.*)j:v^ 

1 2. 5$ (VI) * N W#CHT-£>* N fl*i|8lciaK©+y D >f|^fc«fc 

1 3. £ (VII ) tk VWCHT&S^ lt*S9jcIB«©+y 'J >ifa|&fc 

1 4. S (VIII) 41, W*<CHT*5^ m*mi QlziZmof-j y >f|$# 

1 5. 5* (IX) 4\ W*<CHT*Sx 11*51 1 KIMR©*/ »j >8§W#fc 

1 6. a (X) : 
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WI4CH*fci4NT-*tK R 1 4fettR 2 ttfflX!lllC 1 -C 5 7JU* 
;i/r-£tK RgliilgUtc*^^^;^*^ AtiC 1 -C 5 7;U+;k •/ 
?o^>?-;K i/^DM^Wk •>*o'\7 , f-;k 7'J;k C^-C^;^* 

©7;U*;Ug> *fct47'J-;U»4x OH, COgH, 7;M-d > ?dd, 7*d 
^ 3~H\ -ho % 7S A (C 1 -C 4 7^*;U) 7$ A xf l/>-J 
**-A 7-feh*->, yf-^f-^ C 1 -C 4 7^a*>'*^jK-;k MI7;U 
*oy*;k C 1 -c 4 7;b+;k C 1 -C 4 7;b3*^ eus?;k *fci47 

17. a; (XI) : 




te«J\ Wli C H * fc tt N T* t> % R x * 14 R 2 lifljgdK C j - C g 7 ^* 
^T***) N Rgl4fl»Jfc#*$fcM:;'f'4/T*!K A14C j -C 5 7;M=-;k *> 
^a^>f-;k '>^D^+v/;k '>^o^7*f-;k 7'J^k Cj-C^-rto* 

<D7;U*JH. *fc{47U-;US(4> OH, COgH. 7^*d n ?od, 7*d 
3-r\ - ho, 7$ A (C- -C .Th*)l) 75 A x-=f-\s>i? 
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*py*;k c 1 -c 4 r;u+;k c 1 -c 4 7JU^^i/ % b'u^k tizity 

18. a (I) *x Wi<CHT*D, X*<O-e*0^ R 1 fcJ;OT 2 *<it 
Ky^;ke&Dx Q*«S (V) K (V) ^ j*>«fcCfk*<flil||iO*fcttlT 

*->;k *>*o'V7 , f-;k 7'J;k C 1 -C 4 7;l/3 + v/*;l/fc;k 7x-;k 
*7f-;k 'OWJUTfctK AT$fc£ftSCft&«!>7;l/*;uS* tu-;«S 
*fcti'VrD7y-.rt^li> 0 H N C0 2 H N 7;M"o N ^od^ t*o* n a- 

K N -ho N 75 a i?- (c 1 -c 4 7Ji/+;b) 7* a x^p>i;^-^«> N 

;k c 1 -c 4 7;u^k C 1 -C 4 7;U3+^ fj *;k ^fJi7x_^ 
b*lR$nsl-5fl©flHW«LT^T^J:<x Bfctx Ox Sx NH> NC 

19. (I) «K W*<CHT'*t)x R r R 2 *<it>lw>^UT*0 N 

20. 6, 7-->V h + v/-4- (2-^ h + i/7xy + ^) +y u >x 6, 
7-v*y h*v/-4- (3-^ h + i/7i; + '» *y 'J >x 6, 

v/-4- (4-y ^'>7x^>/) +y »J> N 4- (3-7;^o7x;+'» 
-6, 7-v*y r*->*y U>x 4- (3-h Kn + ->7x;^» -6, 7- 
^yh + v/+yj>x 4- (4-7*d€7x; + -» -6. 7-vJ^ + ->+; 
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4- (3. 4-S?y h + ->7x; + -» -6. 
6, 7->7h + i/-4- (l-t7fW-» 6, 7- : J/b* 

(2- + y*)l**i/) *J U >\ 6, 7-v'y h^>-4- (5-y 
h*->-l -^7^;M-*-» *yj>\ 6, 7-->'y h + (6-y h 

*->-2-: *y 'J 6. 7--^ h*>-4- (7-^* 
i/-2— *-7f-;M-*-» *y 'J >s 6, 7-->V h + ->-4- (5-*y U;i/ 

**v)*yj>, 6. 7->>y h*v-4- (6-*y y;i<**vO *yj>> 

4- (4— f >KU;U**v/) -6, U> N 4- (5—f> 

K'J^+v) -6, 7-J?y hWJ>, 6, 7-^^>-4 - (3 
-y h + ->7i-W) *y U > * 7t ii 6 , 7-x'y H + (4-y \ 

*-/7i-w) *y y ns^ 1 tiattoa; (i) x~mt> 

21. (4-n-7*f;b7i^) {4- [(6, 7-^/ h + ->-4-+ 
/U) t^y] 7x;;H ^y>, (4-t-yf;i/7x^) {4- 
[(6, 7-v?y h + y-4-^'J^) t+->] 7x-M (4- 
h V7)l*v* f-;U7x-;l/) {4- [(6, 7-v7 h + ->-4-+; >J;b) 
**<A 1 *.->\<\ j u- t -7my*-)D {4- [(6, 7- 
vy h4-'>-4-**yy.=jio 7x-;u} y*y> N (4-t-7> 

;U7*-;lO {4- [(6, 7 h*->- 4 -47 'J y*;I/) 7i-jH 

y*y > N n- {4- [ (6, 7-^y h*>-4-*y y*) 7i_ 

M -i/^D^-»f>^;U^+^5 N - { 4 _ [ ( 6> 7-e?y h*i/-4 
-*y»J;U) 7x-;b} - (4--hD7x_A) *;bsK*Mf$ h\ N 

- {4- [ (6, 7-i^y h*v/-4-*y U;U) **$/] 7xz;H - (N, 
N — v?y f-;l/7 S y 7x~;U) K» N- {4 - [ (6, 7- ^y h 

+i/-4-+y y;b) 7x-;l/} - (4 -7-tr*;U7x^;i/) 
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*i b\ N- {4- [ (6, h*i/-4-*y >J;b) 7x-;U} 

- (4-n-7f-;l/7x^U) -h \ k\ N- {4- [ (6, 7-v>> h 
*^-4-+y;;U) 7*-;U} - + 

*5 b\ N- {4- [ (6, 7-3>/ h + i/-4-*y >j;b) 7x;;H 

- (4-^Dt7x>il/) H\ N- {4- [ (6, 
-4-*yy;U) 7x-;b) -i/* d'O* >#;i/*'*-* ? h\ N- 

(4-n-7H7xiA) -N' - {4- [ (6. 7-*y h^>- 4 -*y 
UJlO**>0 7x^} "7U7 V N- (4 - t -yf;P7xiA) -N' - 
<4- [ (6. 7-v^y h^i/- 4 - + y ^ +<>] 7i - ;W 7U7n n 

- (2- h 'J7;l/toyf;l/7x^;l/) -N' - {4- [ (6, 7- vV 
-A-*JV)\,) 7x^} 71^7, N - (3-hVJJl*n*?-jl7 
x^JlO — N' - {4- [ (6, 7-5*y h + 5/-4-*y U*) **S/] 7x 

7U7> N- (4- h 'J7MD^f;b7x-;l/) -N' - {4- [(6, 
7-*/ 7x-;H 71^ N- (2-/ 

,>7 *-*) -N' -{4- [(6, 7-5*y h*'>-4-*>nj;l,) 
7x-;U} 71/7. N- (3-y ^->7x-^) -N' - {4- [ (6, 1- 
^h*5/-4-*>/'J;W t+'>] 7x;;H 7U7 N N- (4-^+«>7 
x^;lO -N' - {4- [ (6, 7-5>y h*v>-4 -*y"j;lO 7x 
-'W 7U7> N- (2-7;l/tn7x-A) -N' - {4- [ (6, 7-^y 
h + i/-4 -*y 7x-vl/} 7b7> N- (3-7;l/*o7x- 

-N' - {4- [(6, 7-*y h*S/-4-*y'J;lO 7x-;W 
7U7, N- (4-7;k*D7x^l/) — N' - {4- [ (6, 
-A-*J*))\,) 7xz;H 7l/7 N N- (4-7-b^;U7x-;U) - 

N' - {4- [(6. 7-2>;f h*->-4-*y 'J*) **•>] 7x-;U} 9 u 
7x N- {4- [(6. 7-S?;< h**>-4-*/ 7x_;i,} - 
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N' -n-^Df;^l/7x N - n -T^-N' - {4- [(6, 7-S^h 
*i/-4-*>"J;l/) #*v/] 7±-)l>V \;7, N- (2-7^D7x^) 

-N' - {4- [ (6, h + '>~4-+^-7'J-^) 7i-i) 

7b7> N- (2-> h + >'7x-;U) -N' - {4- [ (6, h*-> 
-4-+^-V , J-;U) 7x-;H 7U7. N— (3-y ^y7xzi) 

-N' - {4- [ (6, h^v/-4- + ^-y'J-^) **rv] 

•7U7> N- (4-^ h*i/7x^JU) -N' - {4- C (6, h**> 
-4-*^/'J-^) 7iii} 9 1/7, N-n-7>;U-N' - {4 

- [(6, h + ->-4-+f-y , J-;b) 7i-JH 7U7x 

{4-[(6. 7->V Y*is-4-*J 'JJl/)^+->]7x^} [4— fc-fr* 'j;7x 
{4-C(6.7-v> h*y-4-^yj;Wt+>>]7x-JH [4 

~t°D »j y;7x^] t*?jy^ {4-[(6,7-^h*->-4-*;'j*)*+ 
•>]7x-;i/} [4-t^'i^y N-(2. 4-^oo7xi 

^)-N'-{4-[(6. 7-v?^ h + '>-4-*y;^)^+>'37x^}7l/7^ N-(3. 
4-iJ^DD7x-;l/H-{4-[(6, 7->M h + y-4-+y 'JW+y]7x 
-;b}7^ N-(3, 5-^od7x~;1/)-N'-{4-[(6. 7-?y f^>-4-* , 
y l J^)t*i/]7xz;b}7L'7, N-(4-^dd-2-> ^;l/7x^;U)-N'-{4 
-[(6. 7->M h*v/-4-^y 'J;Wt*v']7x-;M9l/7 N N-(3-7 S y- 
4-^dd7x-;U)-N'-{4-[(6. h*->-4'-*y >J;U)^+v^]7x- 
^)71/7> N-{4-[(6. 7-v^y h+->-4-+; i J^)^^7x^}-N'-(2 
-t: 'J ?;Mf-;W7l/7\ N-(3. 4-^7;^D7x-;l/H-{4-[(6, 7-5? 
i h + i/-4-+y 'J;I/)^+v/]7x-jH7U7, N-(2. 4. 5- h U7;M"07 
x^JW)-N'-{4-[(6. 7-i^^ h*^>-4-+y y;U)^^'>]7x-;b}7l/7 N N- 
(3-^oo7x^H'-{4-[(6, 7-^> h*'>-4-+y •J^)^v']7x- 
M7U7, N-(4-k KD^^7x-;b)-N'-{4-[(6. 7-i^y h**>-4-*y 
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